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(57) Abstract: A compound represented by the 
general formula (I) [wherein T 1 means an optionally 
substituted, monocyclic orbicyclic, 4- to 12-membered, 
heterocyclic group containing one or two nitrogen 
atoms in the ring; X means optionally substituted 
Ci^ alkyl, etc.; Z 1 and Z 2 each independently means 
nitrogen or a group represented by the formula -CR 2 -; 
and R 1 and R 2 each independently means hydrogen, 
optionally substituted Ci-6 alkyl, optionally substituted 



a Chs alkoxy, etc.], a salt of the compound, or a hydrate of either. These are novel compounds having excellent DPPIV inhibitory 
activity. 
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d p p i vmmmb vx^mtammm^ $ yy-jummftiszv 

10 V^f-VA"*?*?—* I V (Dipeptidyl peptidase-IV : D P P I V) fct, 
^y^KiOlfi|N»f,-X-Pro(XfiV^57$^TtJ:V>) 

* 0 , J > ? V ^ *s ( G L P — 1 ; Glucagon-Like Peptide-1 and 
15 GIP ; Glucose-dependent Insulinotropic Polypeptide) fi x DPPIVCiot, 
iS^fc^, ^tt<fb£*L5 0 £<DDPP IVtctS^f^ifS-t^ 

(GLP-1MG I P) ^±SM{i*g3a$^ ^/V = -^mi^J; 

^^-rs^t^^^^^^^v^ m^nxmi^m)o glp-i 
ztnb<Dzh£*)T>pp ivwm&. mm. w/^©glp-i, gi 

25 ^TfeO^n^H^feDPP I VPl^J^tt^o^^Ji:^?) 55- 
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(1) MDs©m mimi &m?xwt2&m) 

(2) -wumm^m, mmm (^wxm3^m) 

(3) mimmW (intestinal disorder) (D^®j, ftftftl (^WWSTlR 4 #fl8) . 

(4) mmm. mm. mmstm^ms ntmm w&wxwts, e#^) 
5 (5) skwm^<D^m. mmm mimxm7&m) 

(6) ^«El£©^RF % i&8e#J (WWXittl^JH) 

(s) is><D^m. mmm (m*wxm9. io#d 

io DPPivfi^iL-ctt, v»<ojHnfc*vcv^5# (#rFti2~4#i), 
[INWAlttl] 

Diabetologia 1999 Nov;42 (11) : 1324-31 
15 [#N*W : Al»2] 

Science, 262, 2045-2050, 1993. 

Clinical chemistry, 34, 2499-2501, 1988. 

immxtk^i 

20 Endcrinology, 141, 4013-4020, 2000. 

H¥W¥fXm5l • 

Diabetes, 47, 1663-1670, 1998, 

mmmxmei 

Life Sci; 66(2) : 91-103, 2000 

25 mmwtxm7] 

Agents and actions, 32, 125-127, 1991. 
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2001, 166, 2041-2048, The Journal of Immunology. 
Br J Cancer 1999 Mar ; 79 (7-8) : 1042-8, 

5 mm&tti o] 

J Androl 2000 Mar-Apr ; 21 (2) : 220-6 
H^<k|fflj&0 0/5 6 2 9 6f/«y7Uy h 
10 ^I^fFIa 0 0 2/0 1 6 1 0 0 

1MI0 3/O044 9 6^'y7l/y h 
3fei#ffl2 0 0 2/0 1 9 8 2 0 5f^M 

15 ±m<ozb < s mmt vx^mau p p i vRSftM^^sft^oanitas 

■BJS$*l/rv** 0 b*>L3te3»fe % -SttfcDPP IVBfffffi^U a>o % ^ 

pp i va»f^ffltWi-6^b^««rJrtw*ii:K:*>s 0 

20 



WO 03/104229 



PCT/JP03/07010 



4 

5 C 2 _ 6 T;Hr=/i^ Umm^VX^Xh J^c 2 _ 6 T;W!r=vv£, Sjft£Sr 

WbTV^T^J;V^C 6 _ 10 Ty-7^^«^^UTV^T^>J:V^5~l Ol^f 
R^^^R^i^riX^n^SrUT, A 0 — A 1 — A 2 (5S* % A°tt % "^Jfe 

15 AM*, J^-g-, .WtXffi.^ ^^*=/u3£ % 

^-o-co- S-co-o- v S;-nr a - S-CO-NRV s 

^-NR A -CO-^-S0 2 -NR A -ffc^-NR A -SO 2 -^t5; 

20 C 6 . 10 7ywH, 5~10l^fa7y-;H, 4~8lAf P ^ 

5-1 Ol^fB7P^C 1 .,7M^ C,. 10 7y^C 1 .,7^VS 
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©R^s^Km^-cfe!) z i «sa*jii(^-e*>t>, ^oz 2 ^-cH=t* 

5 &5#^(DZ ^ttJUW^-CfcD, ^oZ 2 ^S-c (OH) =-r-&5^Sr|^< 0 
<S&SBS¥> 

10 5-1 0M-.fn7J)-;>S N 4~8i^f Pi^ C^eT^n^i'S, C x 
-eTjU^^m, ^-S0 2 -NR B1 -R8\ R B 1 - C O- R B \ 5£- 

NRB1 _ RB2 R» 1 feJ:tjeR"tt*Jx^* 1 4!liAUr**JK^**:ttC l _ 

9 T ~emt>£tiz>^ ^-co-r B3 (^m, r b 3«4^ 

15 ^-CH 2 -CO-R"-rbs(^ R" 4 !****, MmH^*fc«:S:-NR B 
6 -«rit^b, R B5 *5<ttJ?R B6 «tb^tv^LT7fc^^ 
C,.,^BTM/H, C 8 _ e T/U^=/U» % C 2 _ 6 T/U*=,V£ % C 6 _ 10 T 

C 6 _ 10 Ty— A'C 1 _ 6 7^^S*fctt5~l Ol^faTU^VC^eT;^ 

b < tt-fc ©its fctt-en (Ditfmao 

C2] T^flatassr^ruTv^tjiv^ 
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C3] T 1 ^ 




10 rSyg£^L-Ovrt>g;V^ 0 ^y^- 1-^ 

C 4 3 t 1 as ^9 l — r ^3£* fctt 3 - r =j / y^-i — < 

15 [53 T^s^7^-i->f;HT-fc5 [i] mm<D^mt^<nt(D 

20 ^*=A««r*!fti- 5o) X~mib£ti5m~?foZ> [13 ~ [53 ©V^tLj6»lofc 
C73 X#*;-X"-X" X"»4J|M***fcB^^^a6«fl5r 

3 ; x 12 «c 2 _ 8 T^=^, c a _ e r/p4=^3£*fctt«»a6*^rb-cv^r 
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10 fB*fc©<fb#4& t> b < (4 ©it Ji^tb b <D7k^ 0 

CIO] Xd5 2-/fy-l-^;Hf&5 Cl] ~ C5D <DVvf*tj&»iote 

C 1 1 3 z 1 *5J:ifz s <ov^^*>— ^o*dsSl5(flS-?-c&« Cl] ~ ClO) 

15 C12] Z^SMm^-Cfct), Z 2 ^-CR 2 = 0£*> R^ttllftJ&filiBtft 

<^)R 2 tlRi^-cfe5o) -e^b^tts^-efcs Ci3 ~ Cio] ©v>i*ixj&»io 

Cl 3D Z 2 ^^M-?-e$>«9 % Z 1 CR 2 = (sSfr, R 2 f4if^l|5tt 

oR^^tit?fc5„) -e^fr^ss-efcs Ci] ~ Ci o] ©vvffr^io 

[14] R^jfcaigC^fctt^-A^-A^-A" (S;tf» % A 10 ^T1B« 
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C^.T/Va^S, C^TA"*/^*^ Hl7^tP>f^ gfc- 

NRC1 ~ RC2 R^^WR^ttthfmiT^ifclic,. 
10 6 T/w*/u3£fc«!JH-5 0 ) 36, ^-CO-R C3 -R^ ir;S; _ c 

H 2 -CO-RC3_ R c4 ( ^ ROi ttm iWJ|t«fctt5<:^NR«"-* 

15 T^TkJ^C^T/l^l^ T»««C#*e,»**|,* 1 ~ 3 floj^f 

k^^t £v^5~ l 0 n 7- y -^c j _ 6 r fcHtTR«*36c 
«*6>»tf*LS l~3^©«Sr^-LTVNT^«tVNC 6 _ 10 Ty-^C 1 _ 6 T^ 
• /W3E*C*>* % [l] ~ Cl 3] ©v^Hd»lo|c|B«(Dn5-&4fct>U<tt*04t[*fc . 

20 <IMCH> 

C l .,7^a^/i, C 1 . 6 7;vWtS > MJ7;^o^f;H, 5£- 
NR cx_ RC2 ( ^ R cl *J:iFR c -»4**tWascbT7k»JK«fcttC 1 _ 

25 H 2 -CO-RC3- R c 4 ( ^ Rcajj^ IWW*ifcr**-NR«-* 

** u r 0 «* * t*R c ■ tt^^tuftar lt***** fcf± Cl _ 6 t ****** 
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cie] ummcmtK ^rsm, 0^,7^^^ c 2 _ 7 r^n^^ 

/^#=^3638J:t^oyvJKTF.^6 >J 5 e 5#-eab 6 [14] 4ferat (1 5] fcf2 ^ 
5 Cl7] R 1 ^, v^7y<y^a 7;^a^7/^yi?;H, 

2— f/i^-c&5 v - Cl] — CI 3] ov^i»^lolc:|ESo^%t b< fi^r© 
Cl 8) R 1 ^, ^^/V^fc«2-^T/^>-^^T?feS, Cl] ~ Cl 3] 
Cl 9] R 2 ^5 N *SjfJ^W\ ^T/« v *fctt^-A 21 -A 22 (^ x A 21 i)K 

^-O-CO" ^-CO-O- S-NR A2 - ^-CO-NR A2 -*fcfi^; 
-NR A2 -CO-^#*i-^;A 22 *3j:UfRA2^ *;h^K4ftS LT***?-, 
15 ^7^S, C 1 . 6 7/^;H, C s . 8 ^nm;H N C,. l 7A'^=/wj6, C 
2 _ 6 T^^r=/VS, Cs.j^U-;^ 5~10l^rn7y-;l/S, 4~8* 
0*5*36, 5~1 0^fo75^C 1 .,7^a£*fe|iC 6 . 10 73- 
^C^eT/vdr^SrS^-TSo fc*!U A 22 S3«tU?R A2 «^tb^aSLU-CT 

20 fcs Cl] ~ Cis] ©v^*Ld»iofc^©^-a^f > u<t±-t©ifi*fcf4^iL 

C 1 . 6 7;V3^^S % C,_ 6 7;vWtS, hy7^n^f;>S, 5£- 
25 NR D1 -R° 2 (5$*, R D1 fe«t^R D2 «^^«5tLT7K^^fc«C 1 _ 
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5 [2 0] r 2 ^s % frmm*. ->Tym. A^^m^ c 2 _ 7 t^=^^^ 

fcteS;-A 23 -A 24 <;E£>K A 23 ^ N «M^*fcf45£-NR A3 -& 
10 bigtffrS 1 floats UXV>Tt> ^^C,.,/;^;^. TlHffjfc^D 

[l] ~ Cl 8] ©Vvf^^iolcgafS©^ 

<iMDii> 

20 ^-CONR^R" (5^ R D7 *5j;TJ«R D8 «^^tLa^b-C. 7* 

[2 1] R 2 3* N Tkmm^ ^7/I N C^eT^adr^^fcf^-A 25 - 
25 A 28 (5i^ A 26 *^ «f gfffc^-NR^-^fS ; A 28 
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S^L-cv>s^*=/v^) -csfe^^si-efes ci) ~ [is] '©v^THa> 

5 <«g|SDl^> 

*is^*fcr±c 1 _ e T^/i r a£S:*Wc't-« 0 ) T?«*>*jx«a6, tra y 1 - 

10 

C22] R z i,K frmm^s *S7/^ * h**>m, * As****,? 




15 A 2 8 * J: rj? a 2 9 tt*ii«ii4 L TzkiH fc » c t _ 6 r /u******-*- 
5.) -C^§lv5S^5 N [1] ~ [18] ©v^fta»lofcfB*©fc^t> 

■cfcs. [i] ~ [is] ©v>i*^io»c|B*©{t:#«ifcb<t4^oi([*fcri* 

20 tV^OTKfP^lo 

[2 4] tine— (i) sB«o-fti-a^^ % 
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7- (2-^=7V) - 2->7/- 1 -^^vv- 8 - (fcV^^V-l — f 
)V) -1, 7-^tK0^y-6-ty, 

3- (2-^-/1^) -5-^5VV-2- _ 3> 5 

-^tKo^^/ [4, 5-d] tf y ^^>--4-^->-, 
5 2- t°-<y^^-l-^^) - 3 - (2-^=7^) _ 5 _y^ 

5-i?t^^/ [4, 5-d] tfy^^-4-^-^ v 
2 - [7- (2-^=yu) - l -^5v>-6-^-dey-8- (tV^S^-l 
-iW) -6, Kn- lH-^y >--2 — f/i^-^y] /<yy7 5 k, 

7 ~ (2-^=^) -1- -6-^y-s- (t° 

10 -^^-l—lV>)-6, 7-^fc Kn-lH-y°y >—2-#;M<= hy, K 

2- [3- (2-:^c=vU) -4-^y-2- (t^^^^-i-^^) _ 
3, 4-i?fcKo^^/ [4, 5-d] t°y ^>--5_^^^ v] 

= hy^fe^s^biif^^v^^-o^fcs, [id iB«©fc-a^&L< 

[2 5] [l] ~ [2 4] iS«©^^^^r-r-5^ 0 

C26] ci]~C24] mm^it^^^^^^^^u^f-y— & 
ivm.mm 0 

C27] ci]~c24) mwfc&m h mmmmm> mm&m 0 
20 [2 s] ci] ~ C2 4] mmnik&wz^Tzmmm&B^m&tzttm 

[29] [i]~[24] Bm<D^m^^-r?>mmm, mm, mmikm. 
aids, itmmrn, m^mm, skwm±. ^t&m s &$L&mm, rw^- 

25 [30] [i]~[24] m&tDfc&mz^-rz^ mmmM, nvu*>m 
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[3 1] [1] ~ [24] lBtt©^^%L<«^^^fc«^tt^>0^^ 

C3 2] mm<Dmm.<Dtz.)b<D, en ~ [ 2 4] iBtt^b^t>u<«^©^ 

ess] ^ i vmw&m$}*mm<Dmmm**Ln^® 

moMmcDtcitxD, [i] ~ [2 4] mm<ofcitmhv<\-zz:<Dm.*K.te*:frtb<D 

10 [3 4] 

p v 0 






WO 03/104229 



PCT/JP03/07010 



14 



X 0 ttg^Sr^r UT V NT t> J; V> C 3 _ 8 ^ n T^MSk^ LTV^Tti 

r\ z^j^z 2 ^ mm en ^©r\ z^^^z^^^i^icst 



r\ r\ t\ zi&xuz*}^ mm Cl] ^©R\ R\ T \ Z 1 




C3 5] 



15 




O 



20 [3 6] 
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X 



R' 



R 




N 



N 



H 



0 



C5ft^x R\ R 2 > T\ Z^itfZ 2 ^ mm Ci] f»OR\ R\ T\ Z 1 
C3 73 -iRS; 



C3 8] — JKs% 



o 




o 




CsSf, R 1 ^ ffifSB Cl] ; 
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-13 



5 C3 9] -jtt5fc 
o 




10 C4 0] — jRsfc 




T - N - 

X» x tfrfB Cl] ^O^fti^tt^fe^. fcfcLX^^^/^-cfe 



15 T 11 ^ ^uy^^*fc«^ 
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C4 13 -m& 




C4 2] 



c 2 _ 6 r/K{r=/^, e^str^rbTVNTt j;vnc 2 _ 8 t/^=/^ 

15 ; i•bTV^T'^ 1 «tV^C 6 _ 10 Ty-/^^ x ««^UTV^Tt 3 «tV^5~l 

««il^^^r LT <b £ 5 ~ 1 01^ bTU -AC x _ 6 T/V*A^£r#ek 

20 Z^^^Z^i^tt^^LT, «JK«fctt«:-CR B = T?«fc4*L5 
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w^K4r*!**#-* ; A 1 **, H^UIC^ ttJSJK^ ^ 

5 tf^jj^l^ S-O-CO-, iC-CO-O- 5£-NR A - N 

S-CO-NR A -, S-NR A -CO- S:-S0 2 -NR A -^fc«S;-NR A 

C 2 _ 6 T/V^r=/vS> C a _ a T^=7VS. C a . 10 7!J-;^ 
10 5-1 OA^nry-/v3S*fctt4'-8^^natsaBSrA5lc1-*. fefc'u 

15 <sm^Bil> 

emSBi^« N *^.^7/S, Anyyif, C^eTM/H, C 3 _ 8 
'^"^"W C a _ B T/u^n/u3E % C 2 _ 6 7Vl^=/v£ % C 9 . 10 7y-;>,. . 

c x _ a T^^^m$s «£ co r b r b 2 (^^ N r b mmm^ 

20 S-NR B3 -?:f»U R B2 *3J:^R B3 fi-?:tt^^JRSrbT7K^^ C^, 

C e . 10 7 5-;H, 5-1 Ol^f P7P-/HI, C 6 . 10 7y-^C l _ 6 7;^ 
,I^ X 5 ~ 1 0 M^T" H7!) — /VC ! _ 6 TVl^/l^ 1 - f n y i - 

* ; v7 * v -^m, i - tr«<? ^=/uae* ferai- y s^as**!*-*-*. ) r- 
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sit, *mw<Dftmz'^^Tmm\z.mw'tZo 

-^^-2-/o^ l-^/VS % 2-^^36, l-^^/i^ 2 

-^V^VI^ 3 i^^S, 2-^^-1-^^, 3-^^/V-l- 

^?Vl^ 2-^^-2 -^^36, 2, 2-^ 

^;i/-l-/D^ i .*is,vm, 3-^^3E % 

25 2-^A—i :^^as % 3-*?vi— 1 — t^/i^ 4 -*?vi— l- 

"O-^vVJU 2-^/1—2 tyf^S, 3-^^-2— <^?vi^ 4 _ 
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**-A'-2-'<Zs7'A'3L k 2-*?-;V-Z l^/^m, 3-;* 5^-3-^^ 

f-A-Sis 2, 3 , 3-*J*^,v-l-zf^vm, 

2, 2-$^?vn— l-V^S, 3, 3-^9^ 

2, 3-t?*?;u-2-z?<?si>mms3btrbnz 0 

1 -/n^-;H^ 2-7 p n^=^s x 1-^=^, 3- 

*mm&K33ftz> rc a _ 6 TA-*=/ua£j ^m^2~6^©M^*fc 

15 /Hi, S^n-O'^vi^ f*n^*VA/jK % ^o^^/Hj/^n*^^. 
^i^ak 1, 2-a^l^£ % i, x> 

25 *W»»R:i3»t*"rc 1 _.T^a^aSj fc tttwaji?*© r Cl _ 6 r^^j 
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2-* <f-jl>- 1 -Zff-^^m, 3-* f-)V- 1 --ff-frttis^ 
5 2-p<^-2-^^dr^S> 3-^^-2-^^^^ % 2 , 2- 

^f^-l-Zn^vt^^ l .*iy,u**^m s 2 .^i^;*-^ 

3 .=¥^/^dr>>g x — <>3-jV$-3c*ym, 

1 °>*f-/l>fr*cisms A-*^)\>- 1 -^V^V^-^v-^ 2-^^/W-2- 

-O-^^-dr^ 3-^^-2 iV^^-df^^ 4-^^/1.-2 

10 ?7lo*-*^2£ % 2-^^1.-3 ^=f-jV***/^ 3-*^;V-3 

ttis^ 2, 3-S^^/U-l -3/^,10*-^*^ 3, 

fA"***,^ 2, 2-i?*^fr-l-^,u***s^ 2-^jU-l-^ 
Arttis&^3, 3-V*<7-;V-2-zf?-JV***sms 2, 3 -*?*°?-,V- 2 - 

*«#imSt*«:i:Ht!*t, JWttSHCttflffctf. ^^^^ 
*W#W#fc33»t5 rc 2 _ 7 7;vn^^;^-^j if*Sif|B^«(D r Cl _ 6 

20 
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*wmwfc#ifz> rA C y^j tn, zrymm*. mmrn+s 
tens vmmttM&i'rzo 

ifrfb**afc*aS&VM,\ JWfcWfcttflljfctf, 7x=;H, l —J-^fvi^ 2 _ 
5 t7^Sft^H» f,ti5„ 

io ttT*#mmk<Dn*M&\,.M,{m\znn*.tXs try 

7^7/^ ^fyfT^/vi, >f^/-;^ hyr/^/ni, 

^ 7x ^ ^^^^-y-y-^, ^^Xf7/-;H, ^yXfT^T)/'- 

§^ try s?^ai % .tr naif y$?^at % trap 
20 try if y Kfy ?^^^ fc(f ^ 5o Stt r 5 ~i ojt^n 

7y ^J »-^T»*b<f4, trys?^ ^^^^ 77^, tr» 

-^at> -TS;PV-/vgt 1, 2, 4-MJ7y-;H, ^tj/^vjji; =^ T ^ 
Tj/-vW*, bT9^-^ai, f7i?7/-;^ W fiS^M, 

aiSrfctfSrfejJs-cts. 
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(DS^^-S^-a-Sr 1 ~ 2 ^A.1?V>T t> «t < , 
©^ c Hc7J/i^=;vS3r l ~ 3^-g"A/WC& £V\ 

10 4~8l^fPitLT^»|j:0ijx.^ Tif^^ lfayi?yi % \f 
•^W>m, TUsOm, T^*l/n, fb7tKP77yg, trh^fcKnf 

fc*5Vvr#£L<tt % i^ny^i, tv*y^vat, r-tf^at. * 
20 fryy ^at<Sr«!SH-5„ 
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5. 

rc!_ a 7^/nj ^(o^Moimm^.mu^m rc 6 _ 10 r y-A-sj 

H rCnT^^j *®tt*©*#JDR^& N aMBj£iSl T5~l 0l^rn7y 
®»S^^Sr*J5fe^Sll^(Dfi:^4^v^Ul 2-C&9, 

20 ambient 
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10 (1) ^n^m^. 

(2) TkmS, 

(4) =hPS, 
(5) 

15 (6) 

(7) ^/VtK^v-/^ 

( 8 ) by a * ^jum, 

(9) h y ~7)VHrxi* h^-^m, 

do) 7^;s 
20 (id ttym 

(l 2) -f 5/S*5J;tf 

(1 3) SS-T^-T 2 * (5*S* N T"tt^ C 1 _,7^1/yS, BSSJK^ 

S-co-, s£-s- % &,-s (o) - N 5£-s (o) 2 - s s-o-co- 

S-CO-O-, S-NR T -, S-CO-NR T - S-NR T -CO-, 5fc- 
25 S0 2 -NR T - ^-NR T -SO a - ^-NH- CO-NR T -*fctt^-N 
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<»ftSTp> 

a * ^ C , _ 6 T **A-M-at*i ±UtC 2 _ 7 7/Vn^ wWaA*-?* 

mm<mmmsm> t vx&& u< 

(1) 'NO^jjiC^ 

(2) 

(3) ^7/1, 

(4) ^/V/Kdr-^w^ 

(5) hy^/^n^^/^ 

(6) MJ7;^n^ 

(7) T^y^ 

(8) C^eT/l^r/V^ 

(9) C 3 _ 8 ^P7;^ ; ^ 

(10) C 2 _ 6 T/I^r=,i^ 

(11) C 2 _ 6 7-^n/ua; % 

(12) 7a=^3|*5j;ot 
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(13) C 1 _ & TJV^**/mfrt>ti;Z>m%tb\if 5i k&X-%Z> 0 



W NH 




(5£f , n 33 £ TfimnZti?tm& LT 0 * fc ft 1 fcjtWH- § 0 ) T^fe $ *t 5 £j 
5 tit, 




(5£<K R 31 ~R 44 &, *Jh^h4Bl2fcLT_ye r«JUSfc;frUTVvrt>J:V\| T* 




(5**, R 3 \ R 8 2 > R 3 3 x R 34 *5£tfR 33 fi N WCTl4BtofcL-C r«j&£* 

mm*%mvfc-tz> 0 ) *x?^*?$tbs^^b (fcf£UR s \ r 3 \ r 3 \ r3 4 
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»— N NH $tzlt 5 N 



K 




/ \ 

-N NH 



5 #BMMFte*3tt* 



£14, TABS: 



J N NH 



NH 



? N NH < N N 

10 Srt^f5 0 

(±mmm.mms&) &i brvvrtj^ 1-4 

15 ^v>r^*b<«, a; 
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31 D 32 




r 3 \ r 3 \ r 3 \ R 34^j.^ R 3 B ^ *ihxtva&vx rwmk*. 

^^^m^i-So) ■e^$tt5^Srtt*L 0fc*!LR 8 \ R 3! \ R 33 % r34 




NH 2 




NH 2 




Q KK/ 

*NH 2 \ 



"Q.H- HQ . , 

HN ~ \ X HN / \ 

" HQ 0 / 

HN ^ \ 
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; — n 




NH 2 \H 2 

15 *W«B#fc*5tt« r ^5^^^UTV^tJ;VMf^y.^v-i_^^ J ' t 
Sj «r*!*-t-5 0 mm rT^yS^LTV>-ci>J:v>t ,, ^y^^_i_Y^j 
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K^ nhs HQ HO 




NH 2 



; — n 




HO 



NH 2 %h 2 

I — N 




NH 2 

I N 




■o 



NH * NH2 

10 ^rlc5fe-rSo 
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*A0jf*^/H^ C 2 _ 7 T^n^r^/V^^ N ^-NR 3T COR 
4T , ^-CONR !T R 4T (5$^ R 3T *5«fctfR 4T fci:, *^*b&:£LT*fifIji 

l*»fe2fl©«ij^^UTV^rt>J:v^c 1 _ e T/^^/^asS:#!fti-s 0 
LT > ^A°-A l -A» A\ A^it/A 2 !*, ^^tt|9|5^t 

10 fcS^te T-A^A^j tlO©^»5„ 



JSC-?, ^^7^=;>S, gmStr^TLTV>-C^ J: 

(II) «r*t*£*:«rfc5H-5 0 H(n) fcjsv^ A T1 te, • tt*lK?-tf& 
/V^Sr&BfeU *fr«jfcW:«I^tf, 3.^^^^ 




o 
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mmm<D&-§-i,},wtvxtt s m*h*mm&, mammm. mmm. mm 

=*~?M&, W*miL, VW^, M^S&ii, 
15 j&S&tf&fLS. 

25 ftl^-t?fe5 0 
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5 c 2 _ a T/v<>-=^s N W&&&^L>x^x-b <£V^C 2 _ 6 77l^r=A^ N »^SSr 

R^JZtfR^tt^h^Jhafc&bT, 5£— A 0 — A 1 — A 2 (5£* % A o }4% ¥ ^ 

15 A 1 ^ ^-Sn ttXJK-? % lilJWfs ^7-f=A*, 

#=^36, S-O-CO-, S-CO-O- ^-NR A -, S-CO-NR A - 
S-NR A -CO-^-S0 2 -NR A -tfcfi^-NR A -S0 2 -^f5; 

5-1 O^BTJ^CLeTMA*, C s . 10 7y^C 1 _ 6 7^S 
* tc W: C 2 _ 7 7Vl"¥/io& ^ Jff=/u3SSr#*"f 5 o 
fc^U A 2 feJ;^RA { 4^^^ LTTfBa ^ BS¥;& ^^ ;5s¥j6:te)51 ^ 
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ft3 1~3ffi©£«r:frLTVvct>,fcy\) ^feStbSSSr^SH-S. Z 2 ** 

5 *>5»^ % <2)z i *s«jis(-?.-cab!), a*oz 2 as-c (oh) =-c£>54j§-a-&i&< 0 
<«m^Bi¥> 

_ 6 T^yW^S> ^-S0 2 -NR B1 -R B2 N S-NR B1 -C.O-R B \ it- 
nr bi_ rB2 R B1 *±VR"r4*ti^*UBlS:U-C**JK«fcttC 1 _ 

15 S-CH 2 -CO-R"-R"(^ R. B4 tt¥^ ^KMfcHSS-NR- 
e -Sr«!*.U R B6 *3«t^R Ba «^^mfi&bT7K^il^ C^j/v^vS, 
C a . 8 i/^7M;H, C a _ 6 TA^=A*£, C 2 _ 6 T^*=^£ % C 6 _ 10 T 

C 6 - 10 Ty — /l/C^^^wStfettS^l oi^TP7y-;l/C 1 _ 6 7;l'^ 

(1) Z>33j;^Z a m^ttd»-^^S^^T'fc5^#i 0 
25 (2) Z 9, Z 2 ^-CR 2 = R 2 ^|BR 2 ^^^ 



WO 03/104229 



PCT/JP03/07010 



(4) T^mmm&^vx^x^j:^ 

— N NH 

(5) T 1 ^ 



10 



15 




NH 

m 



20 



(7) T^St^^^V-l-^^-CfeS^^o 

(8) X^-X^X 2 X 1 «¥^*fcf4@mS^U•CV^Tt>J;V^ 
^^l-^SSrt*t5'; X 2 «ff^S^LTVNT^ iV^C 2 _ 8 T^^^^ « 
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5 (10) ^lE3^-X 11 -X 12 T^$tbSX^*5V>T, LTV>T % £^ 

7x=;H^ *S£g. 7y» *HWK^ ^^S % ai^aE, ^tf-o 

10 (ll)X^3-^;V-2-/fV-l-^/H > 2-^>"-l— 

-o-^/^^yhfi 2 - ? n n ^=-frmx*hz>fc&ya 0 
( 1 2) xa* 2 -zf^- i — T/vSt?fcS^-a^„ 

(13) R^^W^Sfctt^-A^-A^-A^TatfcS^SS-T'fcS^ 

<«&gcp> 

J5 S % C 1 _ e T^a^^36 % C^.TA-WtS, hy7;^a^^H, sfc- 
NR ci_ RC2 R cl feJ:^R C8 tt*^ixl!ll3fcLT^c*JS^*fcWtC 1 _ 
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h 2 -co-r^- R c4 (5tlK Rcs (jm mmm**tcn*-NR c *-z 
u r c 4 * «t t^R c 6 tt****i»se vx*mm+* tc » c , _ 6 t^*,^ * 

5 (i4) r^s, 7jcmm^ Tmm&mcmfrtbm}*tizi~3m<D&itftvx 

V ^ % J: C 4 _ a 7/^;^ s Tia«m^C^^ kiltf^S 1 ~ 3 ^^SrW b 

10 <«^cs^> 

S> Cj.eT^a^i/i, C^^/V^ftS, hy77V^P^^V^ % 

NRC1 _ RC2 m ^ R^&zxPR^nztizftM&vxTkmm^-iiittec^ 

15 H 2 -CO-Rca-RC4 RC3 |4m i»*fc^-NR"-^ 

R^^i^R^^^^tv^ALTTK^M^fcfiC^eT/^^Sr 

(is) R'zmtt-A^-A^-A^xmistizmiz&^T, mmmmmc 

20 cy^^^^^^-efc^Yt:^,, 

(16) RitfS, i/7^yi?;H, 7;vto<>7^yi?;H, ^ 

2-^VgTfc5te^#J e 

25 (is) r^k *mm^ ^r/m, ±t^^-A^~A 2z xmt>^Mmx 
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K5*«t», a 2i ^s x wtmm*, mmm*. w?*^*^ ^/u*^ 

%Jl<tf~sUm^ ^-O-CO- ^-CO-O- Si-NR A2 - s-co 
-NR AJ -$fci^-NR A2 -CO-!rIftt5 ; A 22 *S ±tfR A2 tt, 

5 C 2 _ 6 T^^/^ C 2 _ 6 T/W^r=^S, C fl . 10 7y-;H, 5~10l-sf 
nry-/^ N 4~8I^tb1SI n 5~10l^Tary-;vc 1 . 6 7;^ 
>i'S**:ttC 6 _ 10 Ty-^C 1 _ 6 r^/waJS:|t!*^« 0 ftfcU A 22 *5«fctfR 

10 <em^Dp> 

IMD^ii, TfcBfe^s ^7/1, =hPl, ^n^JK^, Cl.t/u^ 
C,-,7^a**/S, C^J/V^ftl, h^^tn^^H, 5£- 
nr di_ rD2 ( ^ R D1 43«t^R^^tt^tLa^LT^*M^fc«C 1 _. 
6 T/V^/VS^^-r^ 0 ) -eat^StbSifi, 5$-CO-R D3 0£tK R D3 «:4~ 

f\ R D4 Wtl|Ufrft\ ^mM^fef^-NR D6 -Sr^U R D5 *5<t^R D8 « 

(19) R 2 35 s 3fc*jRfrP % '>7;S, #/M?3r^ C,_ T T/U=i*V*/U#= 
20 C 1 _ fl 7;^/H > 5£-CONR D7 R D8 rdt js.fc^RDs^^.^ 

«^-a 23 -a 24 (^;*, A 23 ds, mmm*. mnm*tLitt±a-NR*»-&M 

25 »tf^^»l^B<o3£Sr^rbTV^T'^>J;v^c,_ 8 ^^r/^^/^3£^ TBMJHfcD 1 
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5 <fMDlg> 
10 5fet-5o 

(2 0) R 2 3S, zk^HK^ VT/S, C x _ 6 T^=i*S^£fcte5*;-A 25 -A 2 
<fMDl^> 

S-CONR D7 R"« (5^ R D7 ^J;^R^8tt^tt^ttMiEb-C, 7k 
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A 2 • *3 X V A 2 9 tt**b^iT4ft & b T**JR** jfc » C t _ 6 TA>*A**X#'t 

(2 2) R z &*mm*. ^T/S*fdfi2-^^W^xr/W7*=/^^^-e 

Z^JttfZ^HUTBu (1) ~ (3) ©JfiT, (3) 
bV\ T'fciLTfi, (4) ~ (7) ©Jlfi-C N (7) *S±«?»*UV\ XfcWUT 
tt* (8) ~ (12) (12) LV\ R'teWLTtt (13) ~ 

(17) (17) J8*J;D#*LV\ R 2 ^ilLT{4 (18) ~ (22) <D 

m-Qs (2 2) e»#*uv\ 

££>^ MSB-^S: (I) T^$ttS^^(C*5VNT, (1) ~ (3), (4) ~ 
(7), (8) ~ (12), (13) ~ (17), (18) ~ (2 2) ft 

(i) SfrSB-|»5S (I) "C^^tl/S^^lCfeV^, Z'&itfZ 2 , T\ X, R\ 

r 2 *k ***tis mm (i), (4), (8), (i3K (is) 

(ii) WIB-^ (I) -?miStl%fc-&®)K33^X, Z^iVZ', T\ X, R 

\ r 2 ^, «vctl % mc (2), (6), (i i) N (i e), (i 9 ) -cabs-fts***. 
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(iii) HUlB-^S; (I) T?*3;h,5fc£*feK:*$V^ Z 1 *5j;tfZ 2 , T 1 , X, 
R\ R 2 ^, Mm (2), (6), (11), (16), (2 0) -Cfc*fljfr 

(iv) MIB— ^ (I) T^JftSfca-fclfclfe^T, Z^itfZ 4 , T 1 , X, R. 
5 \ R**K ***** MB (2), (6), (1 1), (1 6 ), (2 1) tfcSft**. 

(v) HrfB—WS* (I) 1?*$tLS^^}z:*3V>T, Z»*5j;tfZ a % T\ X, R 1 , 
R 2 ^, ****,, tm (2), (6), (11), (16), (2 2) 

(vi) Mia— (i) -eS$ttsfb^icfev%T, z^j^z 2 , t 1 , x, r 

\ R 2 #, ****,, mrfB (2), (6), (1 2), (17), (1 9) -efcSflS**. 

io (vii) iMriB-flSJS; (i) T-mistiZik&mz&^T, z'ssj^z 2 , t\ x. 

R\ R 2 **, **,-?*, StrfB (2), (6), (12), (17), (2 0) ■CfcSfljfr 

(viii) MIB— ^ (I) •VmZth&fc'B'WiZte^X^ Z l $5£XfZ\ T\ X, 
R\ R**K mm ( 2 ) N ( 6 ), (12), (17), (2 1) 

15 <fe 0 

(ix) HUlB-^ (I) "e^$tLS^^^*5VNT, Z l 3s£ZfiZ\ T\ X, R 

\ r 2 ^. mis (2), ( 6 ), (12), (17), (22) -ejba-ns**. 

GO Mia-^s: (i) T?^$tt5^%ic*3v^, z J *5j:t5z 2 , t\ x, r\ 

20 R 2 **, **,**,, MIS (3). (6), (1 1), (16), (19) VM-ftS**. 

(xi) BfriB— (I) •e^*tb5ffc^{c*5V>T, Z'&itfZ 2 , T 1 , X, R 
\ R 2 ^. **,**,, MIS (3), (6), (1 1), (16), (2 0) 

(xii) H&ia-^ (I) T^SfrSfl^fcfcijfeV^ Z'^itfZ 2 , T 1 , X, 

R\ r 2 ^, **,**,, ma O), (6), (id, (i6), (2i) -eabsflsft. 

25 4fc 0 

(xiii) flffiB— «5*; (I) T?^$ti,S'fb^i;:*5V>r, Z^JztfZ 2 , T\ X, 
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R\ R 2 **, **b^ mm (3), (6), (11), (16), (2 2) T'fcSte-a- 

(xiv) tWa-«!5£ (I) "e^$tb5-fb^fc*3v^-c, z 1 *5J;tj?z 2 , T\ X, 

R\ R 2 **, *-*L^ ME (3), (6), (12), (17), (19) T'fcS^ 

5 

(xv) sine— «5£ (i) -e^$ns^^ij:fev>T, z^j^z 2 , t 1 , x, r 

\ R 2 *S, *ft«L, BtTlB (3), (6), (1 2), (1 7), (2 0) ^ifeS-fc^*. 

(xvi) flHB—«g£ (I) *C*$*L5-fb-a^fcfcV^r % Z 1 fcitfZ 2 , T 1 , X, . 

r\ r 2 *k *m*i s mm o), (6), (12), (17), (2D •c&s-fb-a- 
io m* 

(xvii) mih-^S; (i) -e^$^s-fb#4^fcfev>"C, z'&itfz 2 , t\ x, 

R\ R 2 «S, ^tt^tt, mm (3), (6), (12), (17), (2 2) -e&Stf^ 
m^^p-b, (ii) ~ (i x ) teovvfWu (ii) ~ (ix) ©«Si?J:t>«F*L,vv 

15 *fc, (x) ~ (xvii) KloV^W^ (x) ~ (xvii) <£>JlHT*«fc 0 bV\ 

£TK (I) •e*$ns*^^-a-^fcov>-c > TE^WSii 




20 PI : fcV^^-l-^g:, P2: 3 -T S 7 - fcf-J y i ' 

2Btyn : 2 \ ->f 3Me2Bten : 3 — 2 --?*rls- 1 - 

-T^S, Me : ;*?vl^, Et : ae^vl^ 2-CNBen : 2-^T y^S^V^, 
6P2CNBen: 6 - 2 -^7V Phenethyl : 2-7*^ 
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Phenethyl 


-C0 2 Me 




228 


-CH= 


-CR2= 


P2 


3Me2Bten 


2Ph20xEt 


-H 




229 


-CH= 


-CR2= 


P2 


3Me2Bten 


2Ph20xEt 


-CN 


25 


230 


-CH= 


-CR2= 


P2 


3Me2Bten 


2Ph20xEt 


-C0 2 Me 






"oh, m-*v< 




m^rls 2, 
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7, 8, 10, 13, 1 6, 4 1, 4 2, 44, 5 0, 5 3, 8 1, 8 5, 8 6, 

87, hi, 141, 183 <Dfci*tm&mtf s>*l, £ u< \*.®mti? 

#I#^2, 4, 8, 10, 8 1, 8 7, 1 1 l<Dik&m&mftbtlZ> 0 
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5 R\ R\ X, A\ A\ A 2 , R^JoitfT 1 ^ MiB^ft i |^jt^S^-r So 
R p \ R» 2 :i3j;tfR» 3 ^ ^^tLa^LTtVN*y/v^^^ SN hy 

15 J^^^^^^drV^ p- h^cc^^^^-^dr^^ (OH) ^ 

4, 4, 5, 5— 7- 3, 2 -^^^^7^-2-^^, ^ 

-Sn (R z ) 3^^, RNiC^eT^/^Srit^-t-s,,) -eigfr^s^ 

R^(i^-0-A 2 ^t>$tL5S^-S-A 2 T^^tL5^ 5*;-N(R 
20 A ) A 2 T?^^tb5S, g^^bTV>Tt^VN4~8^B^S (flf^tf 
1 - tfn y l y ! _ >^-^^f cf4 i _ f 

^^V^C 6 _ 10 Ty-7^^^^-A0-A 1 -A 2 ^fc^^S^*»•rS„ 
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C 2 _ 6 T/V<5r^S s C 2 _ 6 T^3r=/Vg % C 6 _ 10 7]I^H, 5~10l^f 
B7yw ^ 4~8l^foISS, 5~1 0l^fP7y-;l/C 1 .,7^ 

C 2 _ 6 T7V^=^S % C 2 _ 6 T^=^S % C 8 . 10 7U^ 
>Hi*fcliC,. 10 73^C 1 . a T^^r^S Sr^5fe-r 5 . 
10 C 2 _ 6 T^=/VS, C 2 _ 6 7;^^;H % C 6 . 10 7y-;H V 5~10l-sf 

C 2 _ 6 T^=/VS, C 2 _ 6 T^^S, C,_ 10 7y-^I > 5~10M^f 
15 P/y-zH, 4~8M^fnf^ S-lOi^fPTy^C!.^;^ 
^fcl±C 6 . 10 7y-;vc 1 ., T^^Xfr»!*-J- 3 0 

c 2 _ a 7vw5r=/i^ c,_.7vu*=/u* % c 6 _ 10 Ty-/v^ 5~ioi^f 

20 A'3£*fcH:c 6 _ 10 ry-/PC 1 i.,T^/P3S*|t!Ssi-5. 

A^^^vir^ Kat^HMW*, c,.,/^, c,_ 8 ^P7 

***** C,.,7^=^ C.-.TA^/l*, C,. 10 7J-A* 5~ 
10*^fP7^;vS, 4~8l^rPlSS, 5~ 1 0*^fP7 y -^c 
x - e T fcfiC,_ 10 7y^C 1 _ 6 r a-* a***!*-*- £ o 

25 Mtt, -MgCl, -MgBr. -Sn (R-) 3 R - »«nB«il 2: PW 
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R- 



,36 




R ; 



R' 



,37 



MK««>ttJS* (3* «4Jt) fiaSi85tfo±ft^*fc#t« 

15 J43lLfrSsA 
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[ISA 1 ] 

M (la) [CAS No. 5 6 1 6 0-6 4-6]^ -NH-©^ 
M&BifoZ^ fc&M (2 a) &#5I@T?$>5 0 &fc&ftt£ s £§l^-NH- 
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SitT ^ «BHrv*A, #»y^*.& % ^iH-by?^ *Mfc#y*A % * 

o °Cfr e> l 5 o XmKfc&ft 5it^5 as, 0* u < liSiff pri 
#£„ 

[X© A 2 ] 

ffc^ (2 a) tft^(2a-2)^^ ( 3a ) 
15 feSo 

fc£*K2 a-2) i UTtt, T/Mr/WN^ K*©*«-?»«|t?Jb^|f 
.20 1 -^n^-2-7-f^©7^^7^ Kfc^Sr&tfar tas-e^s. jfc 

SJ&Sr?r$»£\ tSiltlt, *MWby^*A, TkM^hyr^ 
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y*A % imvrtJ*. mwt^-hv^^ nmxv?^ mmttu?^ ^mit 

[X@A 3 ] 

\\&m (3 a) ©7ffi©^^$?4^6«:a«iUTflS«d* (4 a) &#5X©-efc 

So 

#H^T> &M$$£#£T, ^63g5nSJC&jc:T, (3 a) (4 
a) 

^frWlctt^^tf, 7<^y-/K zfT2,<;- 
o . 5-5o n h *m-& LV\> TK^JE 

20 [ISA4] 

te^tt (4 a) tM(4a-2) SrfiD&S*, (5 a) ^#5ig«e 

fl^«K4a-2) iUTtt, 3-Kcc^^ N 
25 —Zfxi^— 3 — tf-A/— 2 - 7*T 7/V7" ^/Wn 7 K\ *1t\*7 V ,<,V* 



WO 03/104229 



60 



PCT/JP03/07010 



#5„ ioi5^M3^M, l~2^4ffiv>S^tW*LV\ 
KJ£«rff5»£\ Jt^ibTtt, MkikV?-*^ 7kWtfc1-bVVJ», Tomtit* 

v?*. mmv?*j» s mm-rhv*^ mwt*v*^ *m*f*A, ?kmfc 

io ^ K.tfy^At^hy^^y^rs Kf^vvsri#^5.ro^ 

«M«»feJ:t«iafi#fcT, fls£*> (4 a) iM(4a-2) <ffc 
&m (5a) £#5^£t>-?#<5 0 ftM*BE£0. 1~2^4 N 11^ 

15 l~10Siffl^5rtmU> o 

fc&0O(4a-2) am X30S®^^LTVNTt>±V^C 6 _ lo Ty-^ 

-b (oh) 2 ^if$>s % ry-^p^fc^ ^nry->jj?py»4 

Zm^TBLfc&ft ? Z 5 0 (4a-2) £l~3^S 

20 ffiv^^ttfsaF^LVN, 

(I D> hy^rf-nifflMpi (ii), jftYbM (ii), £5 itm (11)* 
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[X©A 5 ] . 

flS-^fc (5 a) fc'Ma^flafl&Rjft**, Yb^ft (6 a) ^#5Igt*fc5 0 

io ^zm^zztw**. SiSia^«o^e,i5o , coias-csfSrff5ii 

[Ig a 6 ] 

(6 a) Wt&m (7 a) SrSJ&^iirT, <ffc-£% (8 a) r#5Ig-e 
feS 0 (7 a) ttl~4^*fflV>5ii:#C#*bV\ 

15 iifffh7tKo77^ T%h=hy^K N, N-^^^v 

as-?#5o hyx^r?y, 1, 8 -i?7f^n 

20 [5, 4, 0] *^5*1rVfe£fcjav^;:i ^«1~4 
[ISA7] 

fc£-4fe (8a) O3t0-NH-©«S|S«ti9, (9a) 
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A, 1, 8-^T^^>^u[5, 4, 0]- 7-*ls*f*ls*£<DMm* OXlfrb 
1 ~ 2 HiiJilv^ vi k*m$. LV\ 

N, N-^f;v*;^7? K, N-^^^t°ny l, 4-^^^ y 

10 fiffiVNS^t^^UV\ 
[X*IA8] 

ik&m (9 a) &;7n,WfcLT, fl^* (10a) Sr#S±mX-foS 0 

15 o°ca>b 1 5 0X><Dm&x*Zifo&?f5z t^ts. An^yftifj 

MJfcT'l 0~2 0 OfgOifcJBV^- £3S£?£LV\ 

20 ^©^{i, T-feh=hy/K N, N-^^jjv^T^ N-^^Hfu 
y K>\ 1, 4 — -;^3rlJ->\ 7h7tKP77y, ^ h ^riX^^ >-^O^E^ 
7K^by^»7A, ^^-7-hy!7^, 7K^f^y!7A x ^igy^?^ ^ 

^hy?7A N ^n^y*^ Mti/7i. s &m*.m%v m^m^-hv 
25 ^«f*m^o < c^f> 1 5 o o c(Dm.mx*ftmzi£x%t>tbz 0 

[I1A 9 ] 
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tt&m (1 0 a) (1 1 a-2) <b^#l (1 1 a) 

K&m (1 1 a-2) fcLTtt, A 2 -OHttb^57;Vaw-;H^ 
fcli7x/wHb^ A 2 (R A ) NH*_«fr3**«T$Wfrfi*, A 2 -S 
5 H-e^fc$ttS^-/v-fb;^3:fcJf5ii:^7?#5 0 ^co^ N -fb-a^ (1 l 
a-2) offipMiiSfcraafctfres^i o 0^v>5^^^*uvn o 

y^^s iSMfcy^**; Mthy^ mmuvp^ TMffb 
y^»7A % **{b^y!7A N ^^y^^A % ^^y^^ 

a, y^^Aif^. hy^/w/y/vTS h\ h y i7A^ h y ^/i^y^r 
15 ^ h\ #y ?Atf* hy^^^y^r^ t*\ hv ^<?ji<t m^zzt 

[X^A 10] 

fb£*> (10 a) hft&m (I3a)^ &JRtt*^Tfifc;*ii\ (1 

20 2 a) Sr#5Xmi?fo5 0 ik&m (13 a) tt 1 ~ 5 0 SfcfllV^ t 

^vvbfny k>\ l, 4-mfy,f h 7 t KB7?y N ^ h^±^y, 

&?J*mmbVXtZ. f h7*X h y 7x=;l/^^7^ ^7i?7A, 
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sjiS«rff 5 mmtisXi*, Tkmfcvw^ ^m^-rhv imfc* 

vj-v^ TK^b^-hy^A, **fl2*y$rA % yi/M%vvA.^ v^i?j»k*x 

[IgA 1 1 ] 

tt&m (10 a) £ v'T* J faUM t SJS £ fc&b (14 a) ^Slgt 

0* uv> 0 

tHAl 2] 

(14 a) <D*STy&&l)n*.5mVT, (15 a) 
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mtefrm* (#* L<ii3 0 %«!Wtojc3W0 Sr^Dx-TtT 5 r. £ &x% z> 0 

urn a 13] 

(16 a) ©R' 3 «ll tl (17 a) 

tt&m (1 6 a) iLT, ft&m (1 1 a), (1 2 a) N (1 4 a), (1 5 a) ft 

«SW^^:ffiv^^tbTV^S^SIS«rJB^]S|$-a:5S^£:^#T-e : fT5 £ b&XZZ. 

(10 a) M&<DMmX&Z> 0 

18a 19a 
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mm a 1 4 ] 

fc&m (18 a) %*uMkVX y ft&m (19 a) r#5Igffc5 0 
5 a>£> 1 5 0 'Coflfg-CSJ&SrfT «57?# 5 0 ^ n;Wft$ltt:SSJfc-e 1 0 ~ 2 

^hy«7A, ^m^y-7A, ^-fe^^A, ^^k^y^A, m.m*m-rh? 
15 &mm,m* ox>frt> 1 5 o < c©m^T?f^ffl^^rT#e>^So 

[ISA 1 5] 

(19 a) ^^BtR^UT^^ (2 0 a) Sr#SXa^fcS 0 

fr5o *mj*i~i ommm\^^t^m^.^\ ^mmtvxtt, *?*<f*,v 

[I8A16] 

(2 0a)'i^(2 1a)Sr5f£:^ ffrg^ (2 2 a) &#-5I@ 
25 T'fcSo I^A©[IgA2] tmm<D^WXK^n 
Yb-84fe (19 a) MfcOjgiJifcT&S. 
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°"V^ on °V N amw *y» 

23a 

24a 25a 

CI X R P3.lC^ 01 X 

CI N N [XiflA20] CI^N^N 

26a 

19a 

[ISA17] 

fc^ft(2 3a) [CAS No. 1 0 7 6-2 2-8]ifl3^(4 a-2)S: 
«fcK&£*<5£i:fc:j;») % -fb^ (2 4 a) ^#5Ifefc5 0 
5 »B£3f8:A© [ISA 4 ] t mn<D4kflr~T?Rj&&n 5 £ *S-e* 5 0 . 
[ISA 18] 

(2 4 a) ^n^Wb£!l&£Ok£-g\ (2 5 a) ^Slgt* 

«3fc*r8cA© [ISA5] £W«©^T?^;M?5£fcas^*S 0 

10 [ISA19] 

ffc-g^ (2 5 a) Sr^O/WkLT, (2 6 a) ^5ltTfc5 0 

Rfcfkttrk VXtZ&tefflmZtlZhWKtWfr^ fl?^ (2 5 a) *5j;U5^- 

6, 1 5 O.tJOJW-CBDS^ff 5i fc*t?*« Q LTtt, hJte^ . 

[ISA 2 0 ] 

(2 6 a) bib&to (7 a) £ *T^#I (19 a) £#5lS 

20 filafefrSsB 
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68 



tISBl] JL J, |j J — Ph 




ib ^ jl^ // tx * B i Hl ? |^ Cxas33 



Inosine 



3b 



O 



Sb 5b-2 N 



4b 



7b 

[I8B1] 

(lb) £^>-vvWbbfc^, SMHSr^JUfbT-fb'a^ (2b) £#5 

- ^ 75 K N - * 5vV fny K ^ s 1, 

^y^n * K^o^?, 1 5 Ot©iS^Sf , 

3~i o ^s©mmsr*Bx.r , o^bi so'cojaa-ef^ffi**, 

[ISB2] 

flrfrfc (2 b) te/Nn^ (3 b) Sr#5xaT?fcS e 
15 [IiB3] 

tt&m (3 b) KHfrfrfc (4 b) &SJC&£i^ {fr^/fc (5 b) Sr#5XS-C*> 
5 0 mtfr&AO CX^A6] tmU<D3kftX'Bi}&$:ft5z.k&'e%Z> 0 
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[ISB 4] 

o&m (5b) tft^5(5b-2)*as^ it&m ( 6 b) &#5xmx 

[X@B 5] 

5 {blNfc (6 b) <^R p3 £Jl&ift«LT, (7b) £#SXgT-fc5 0 fi& 

*sa© [isai3] tmm<D&ftx*%.j&&ft5 z.t : 

-tlB®{jfcfr8cA<Z> [IgA6] |^t, {k&h (7 a) O^fr*)^ H-T 

^x-mfrznzfc&m (8 b) [igA6] ii^o&#TT£j&£^ £ 

10 bt£_kl5 [IiA7] ~ [I8A13] ^It^SitlU?), S; 



9b 

-^fr^S^-B^ (9 b) Ir#5ifcm5.. 

-hfB$!B£2f&B<£> [IgB3] fC*5V^T, \\&m (3 b) H 

-T^-emfr&tizfc&m (s b) [isb3] kmmv&WT-efcfcz^ 
i5 $?>tc_his [x^b 4] ~ cx@B6] &m%:m^z>zbte£ 9, 



o 



X 





o 



•Ph 



-?&t>tStiZ>fc&t&i (10 b) Sr#5*i:^-?t5 0 (8 b) i:Lt^ 
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14o 
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72 




Lxmc 1 3 

it&m (i c) k%&m (i c-2) & Bus z it, ft&m (2 C ) sr#sit 

5 [IiC2] 

<b&m (lc) fc^^-/u*rf^fl|S* % ft&m (3 c) £r#5X@-efc5 0 
H^frfc ttii, WfclWIRS*i/«t>©-ett«:v^ te-a-tfe (2 c) ©^ y 

10 [IIC3] 

^-8*% (2 c) fca^y-^fcKJSS^ fc<£4& (4 c) fcitf (5 c) 
[ISC4] 

(3 c) tit&m (3 c-2) SrRjfcS*, (4 c ) (5 
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ixmc 5] 

(4 c) (6 c) fls-frfc (7 c) Sr#5X@-Cfe 

[IfeC 6 ] 

telH&> (7 c) KteSJCfcteJ; ( 8 c) ^§i§-cfc§ 6 

15 /&£?r5 5 C 
[ISC7] 

(8 c) ©^^Wbf*ISISr^JE£:$ii- % ft&m (9 c) Wis-efcs, 

20 o~l. 5SifflV>5ii:^tU> 0 

^ (9 c) Sr#5iim5. 
25 y ? a, h v ^a-t $ n, N-iV y y a tvi^^r $ 
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i. o-i. 5Mmm^zzki>m*L\,\ raituxa, r±h^ n, 

ioo "c-e&ifczn 5 r t s 0 

5 [I§C8] 

Yfc^fc (9 c) ZDVkftM-tZZkfcX?)^ (10 c) Sr#5Xat?fe 

15 ^hcitH/WA, N, N-^^*;i.7^ h\ h 9 t Kp 7 7 ^co^t^tfj, 

20 [IgC9] 

(10 c) fc^Tn^IiSJ^^^ fc-S-fc (11c) Sr#5I@t?fc5 c 
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[IgCIO] 

fc&m (lie) Sr»fbSjeic#i-j:i:K:j:!), (12c) ^#§ig 

A".M**JfV\ 2 0 < Cd»fe8 0«C©jtA«CSJtS^ffV\ <ffr£4fe (12 c) £#5 

iiSK:-«6&fcfflv^e>^^•cv^5*#•T?ffv\-^b-S^»(l 2 c) ^#5itis-ct 5„ 
m^J«5~2 0^*ffiVNSrtdW*LV\ 
[xgc 11] 

(12 c) (1 3 c) SrRjSS-^ (17 c) .Sr#*x 

ST?fc5 0 fl-g-ifc (13 c) «2~1 O^SfflV^r 

1, 4-5?tf-*1>-^ fh7tKn7?y, ^ 
h*^**^*©^*^*^ «SfiK-C % (12 c) feJiOt (13 c) %mi?t 
U 2 01CH1 5 0«C©ai£T?KJ«:^ffV\ (17c) ^#5^^^ 

[X@C 1 21 

it&m (12 c) fct K7^^$t, ft&m (15 c) ?r#5I@ffc 

So ^it^fec^cxaci i ] t mn(D&ft-?Bofc$:?f 5 5„ t 

[ISC13] 
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\t&m (i 5 c) kft&m (i 6 c) &m&Bn&£itzz.}:\z£V) > a 

t tf*-e# 5 e «ft:-a-% (i6c) i ~ 3 y$*/Bv^ r t aw* uv\ 

[ISC14] 

5 fcit® (1 7 c) ©R" 3 Sr«^bT. ft&m (1 4 c) ^#5Ig-efe§ 0 
CX@C 15] 

(5 c) (6 c) ^^^-er, te-g^fc (18 c) Sr#6X^t? 

fcS 0 »^*A©[x®A6]i:|p|«©Mb#'T?Slfi:«rff 5ifc*s-C#5. 

10 [X@C 16] 

(18 c) (DtoTkftmRfciZZV ,K&m (19 c) &#5IgT»fc5. 

( 1 8 c ) %mmmT, ot^b i o o«c©jaft-cK^:^ffv\ \\&m ( i 

9 c) mrtmSo 

[X@C 17] 

20 fl^fe (1 9 c) mSSTcjWSrRJS**, fl*£4fe (2 0 c) £#<5X@T*&<5 0 
25 il55^Jfi5~3 O^fffi^^ri^U^ 
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trv\ fc-S^ (2 0 c) Srisrims. 

^fcttiiTc^ji lttk^sp*^ h v t&zm^zm&s ti?ik&M (19 

c) ^ a p y 7f ;i4©gtt^J i: - 7 8 b 2 0 t©tS^jg|r 
ftMB£^ fr£4fe (2 0c) *#5rWST?#5.'SMaTl, 4-^ 
[I@C 1 8] 

\\&m (2 0 c) K-fbBOfrKJ;^ (2 1c) ?r#5igf 

10 &So «3S^r«feC©[xSC6]i:|^«©Mfe#T'SJES:SrfT5i2:^T*t«i- 
[I®C 19] 

(2 1c) SrjftSflqfcT, ^VMmkKl&ts^ K&m (2 2 c) £ 
RJ&&m iltli, ^nn^^y % n, N - ^ <f-,vib,\,J* 75 h\ l , 4 

/HKW t tttt t *f->\<>7 U n %s°7ls, t -^ ;v ^ n n j; 7x - /v 

^7^Srffl^5itiST?#5 0 j£3£f*i. o~l. 5^4, ^VMbMni. 
20 0-1. 5^»fflV>Sii3jSflF*UV\ ©Sl^O^^S 0°CX'R^nt> 

[itc 2 0] 

ft&m (2 2 c) 0>*?vWbfcj;»K ik&m (2 3 c) Sr#5X@T-feS 0 
25 [IgC2 1] 

fljg^fe (2 3 c) SrWW5itiU!3, M« (2 4 c) ?r#5igf 
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$)5o 

frhl 0 0*C©JW-eKiSSrffV\ ftrtMfc (2 4 c) Sr#S^tiS-etS 0 
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0 R'-U' Q 




tlSDI] ^^Cl lima '•^-^NO J [XSD3] 

« * M 

R, ^V H! — - R \ V Hi R VY\ 



4d 



[XgD6] 



5d 



6d 




7d 



W 10d 



x-u 2 

10d-2 



l-R» a 



o X 



11d 



CXHD10] 



O X 

6*< 



[IgDII] 



O X 



HN 



12d 



O X 



[XSD13] 



13d 



[XHD12] 
13d-2 



14d 



[X^D 1 ] 

ik-Brm (l d) hft&m (1 d-2) SrKjfe$*5rfcjcj;?) % -fc-g^ (2 d ) 
5 fls^fc ( 1 d - 2 ) ium JWW9te«^tf^ a - h** * >\ a - K^* v N 

W ^ B 5 ^ 1 - 2 - ^^OT^*s^?>f K&ffiV^^ 

10 t^T'#5 c ffrg^ (1 d-2) 5^SffiV>5-i:^^bV\ 
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ft5zbh-e%z&, mmftfeTx~Bo&*n?m&. mmtvxn s 1, 8->? 

TiFfcrs^n [5, 4, 0] ^V^-fe^ hy^^VT^V % N, N-^yy 
[X@D 2 ] 

(2d) (uMfi^ffl^^-sritj;^ i\&m (3d) Sr#SX 

10 %.l&mmkLX^ N, N-^f;V^75 K, N-^^vUfny K>\ 
f h7tKP77^ 1, l, 4-i?*«¥^SHf©*Mfc 

ffi»#y !7A*fcJB^S 5.- Mffl»*W:3-5^*fflVN5nfc*t#* 
bv\ Si^jM«2 0 o ca>k l 2 o < Ct?sj£& : ?t 5 * £tfs-e#5 0 

15 [IgD3] 

tt&m (3d) tT>-^=T*^S^5- tfciV ft** (4d) 
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20 -3 000Ag/k g-Cfc?) s £f*L< ttft)3 ^g/kg-1 00 0/ig/kg 
25 
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mm} 



mmmi. 4- ci 




-6. 7- 




[4. 5-d] t°!;^^-2 — r/H t> 




i-juv-Ri/m. t - 






a) 5 - ^ =f-?V- 4 - 


&*y-4, 5-i?tKO/T$^ [4, 5- 


d] 




! t — ^^WoiX^^ 




5-^^V-3, 5 


-S*fc Kn-f^^y [4, 5-d] IflJ^v^ 


-4-^-V 



1. 0g N A-Vt^tVTX J fc*y 6mg N Z^ti;- t -/f/H . 6 

10 -t-7*f;W3OOmg©rh7tK077yO. 5m lMI:Miat31| 
raa#Lfe 0 SiS^l-x t -7*f;Mf^-7;V5ml ^*Dx, t^UT^ J, 
Sr^ilU 6 3g£#fc„ 

'H-NMR^DCls) 

6 1. 72 (s, 9H) 3. 93 (s, 3H) 8. 38 (s, 1H) 8. 54 (s, 1H) 
15 b) 2-^pp-5-^^-1, [4. 5-d] if]) 

0 < C-C^O#ffl^T> 5 -^^-4-^y-4, 5-i?kKn^^ 
[4, 5-d] t°y yitls-l-X/lstf-yM t -^/l^^/H . 6 8g*5 
J;^dr-^^cia^^^4. 1 5 gCf h7tKn77>'30 Oml^iKlSf 
20 ^A^dr-^^^/V^i^^^KS. 4ml (1. 0^rh7fc Kn77^^t) 

RJfcWi%: 50mll t?«W8 U t - ^U^—y^/U 2 0ml T?i5fe 

»»-«tttebfc. ttMfefelllkU 7K1 0ml t t-7f-A>**-A'=. 

—T;V 1 0 m 1 -T?MS#c$5fc#-U ^fB-ffrg^ 1 . 0 3 g £r#fc 0 
25 l H-NMR(DMS0-d6) 

6 1.45 (s, 9H) 3.72 (s, 3H) 8.33 (s, 1H) 
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c) 3- -2-^PP-5-^f/V-3. . 

?v [4. 5 -an t*y 

^<D#H^T; 2-^00-5-^^-1, 5— 5>fc KnW 5^/ [4, 
5-d] try ^y-4-ty7. 7 2gSrfh7tKo77y4 0 0ml^i 
5 IS§^ K U 7a:=^*^7 ^ yi4.22gteJ;t;2 1 -^-^ 3 . " 

8 5 g&jOP*^ O'C^-C^SPbfCo 7J/^;^y®^- t '-^/H 2. 5 5 
g Orh7t Ka7?yi 0 Otn lSfttSrifcTU 3 B#ff9SI#Lfco SSffc&M 
JEEWBU, »^PO^y5 Om 1 feit^hy zr/VX-ziW&tS Om 1 Sr*P 

1 5«^Lt 0 u mm : tmm^^4 oomum 

10 $ U jMSHb-t- h y "7 A 5 N*«E« 2 0 0ml Ufc„ 7KS fcffflfca^A' 1 

0 Oml fiUiL.fia^W, «fi^^^9A-T?ftflfeU«£E*<llU^k. 
i^^y 7J-y/V7J7A^a-^ h^7 7^-|utiiU ^.driM^-TO^^vW 

(4:1) ^m^-pj«3:9> «IB^^8. 7 8 g 2r#fc 0 
1 H-NMR(CDC1 3 ) 

15 5 1. 82 (t, J= 2. 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 

d) 4- Cl- (2-^^/V) -6-^f/V-7-^y-6, 7-^t:K 
P-1H — f^^/ [4. 5-d] \fV EV^^-l-TJ 

«0#BI*Tn 3- -2-^BB-5-y^-3, 5- 

20 i^tKo'f^/ [4, 5-d] try ^y-4-tvi. i83 gl »y 

r7^0. 8 2 9 g i: lf^7^y- 1 t -:/?VWn*7VW . 3 9 

5 gtcl-^^/V-2-t°d y K^5ml ^tABk:, 1 3 O'C'C 6 H^MiL-fCe 
SJ*Sft«r?&jWU *5 Om 1 SriD^s IWfct^/H 0 Oml-Ciffllfc. 
4-7K5 Om 1 "C2IU > MfcrT V V !7 A<D|SfP7KW 5 0ml -eJW»*£U ttR 
25 ▼^V»AT?ia»U I^Mtfc. B^^r^y *^*.?A^B^ h^77 
-f-fc-CflfJiU (1:4) ?§fctt#®«J; 5 „ aUBftJ-fr* 1 . 
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9 1 6 g &#fc e 
'H-NMR (CDCI3) 

5 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
5 m^.M2. 4- [7- (2-zf^~JV) -2. 6-^PP-7H-yyy- 
8 — M^^-y— 1 -JjjV^m. t --^f-JV^^jV 

a) 7- (2-^=71^) 3. KP^y V-2, 6-^ 
£>1 . . 

No. 1 0 7 6 - 2 2 - 8] 1 0 0 g „ N, N 
10 -^f/V^A7^ KlOOOml <DM&m~, 1 -^u^E— 2 —^f-y 5 5. 
3 ml, *fcfc#SBfc& P^^84. 9 g fcDP*.* MfclX 1 8 B^HBM* bfc c BUS 

. sinooomi ^TkSrJnx, tfif 1 i$naii*H& % efiifcJKfc&fcBU, 

15 1 H-NMR(DMS0-d6) 

5 1. 82 ( t , J=2. 2Hz, 3H) 3. 34 (s, 3H) 5. 06 (q, J=2. 2Hz, 2H) 8. 12 (s, 1H) 11. 16 
(br. s, 1H) 

b) 7- -8-^PP-3-^f;V-3, 7-v?fcKP/!)y 
-2, 6— i^^-^ 

20 7- (2— T/^AO -3-^^/V-3, 7— 5?t 'Kp^U 5>-2, 6—??* 
^112 g&N, N-i?^f**^A7? K2 2 0 Oml tjgifUN-^PBa 
/n^&W 5 K 7 5 . 3 g %Jq*. N MKT 5 RtWSH^Lfco SMI' 2 2 0 0m 

25 'H-NMR (DMS0-d6) 

8 1.78 (t, J=2.0Hz,3H) 3.30 (s, 3H) 5.06 (q, J=2. 0Hz, 2H) 11.34 (br. s, 



WO 03/104229 



PCT/JP03/07010 



116 

1H) 

c) 7- i2-Z? s 1-~JV) -2, 6, 8-hg^Pn-7H-^!ly 

7- (2-7^=^) -8-^00-3-^^-3, 7-??tKo^!iy- 
2, 6-^/2. 5 2g, t^«yyi00ml(0MSrl2 0tl^ 

5 1 4mmmw^fro fcj&m&&nvt^ x.mkv^4. is^a&m, i 
swiic-^/nc'cftw* #e>tt^^Js*7Ks lafp^zK^-cgfe^ . 

10 OffH*^/U : — **^= 1 : 3) ^Tft§gU ^fBfl^<fc«r 2 . 4 Og # 

^-NMRCCDCls) 

5 1.82 (t, J=2.4Hz,3H) 5.21 (q, J=2. 4Hz, 2H) 
. d) 4- [7- (2-^^/V) -2. 6-^PQ-7H-7'!)y-8 — <_ 

* 

7- -2, 6, 8-by^PO-7H-7 p !Jy2. 4g,S 

mTK^-7- h y 1 . 4 6g v fc^7^y-l-*/^yi t —•ff'A'X.XT 
;V2. 4 3 g.Tir f=hy;V45ml ©»-fr4fcMaLT* 2 ^KQ 2 0 #J£#U;fc. 

20 /v^*7VH. 2 1 g&jtrax.. ^m-ei^M8t#ufc„ E£j&w.*wm*- s ?n'-fc 
/w-e$5fcv\ &fecD®#iLT$iiB'ffc'8-#>3. Og=Mf.fc. 

^-NMR (DMS0-d6) 

25 6 1.42 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.48-3.55 (m, 4H) 3.57-3.63 (m, 4H) 4.89 
(q, J=2Hz, 2H) 
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mummi. [7- (2-^07x^1 -i-^^v-6 -^y-8- <tf 

^c^-!-^^) -6, 7-^bKP-lH-7''JV-2-^;^>] j 

5 a) 2, 2-^9vW7 P Pfc:°:*-^ife [ 7 2 . 6 - V - 1 , 

2. 6. 7-fh7bKP^!)y-3 — Qi/j ^/io^tvW 
. 7 -«<>'^l'= 3 f-9-> / f iX8. 6 6gS:N, N-^f;^MrU'3 0 0m 
lfc##U TK^b^hy 5 7g, ^co^f^V-h7. 7ml 

i ^m^® i u > mmz&#> 2 . e 6 g ^r#feo 

^-NMRCCDCl,) 

6 1. 18 (s, 9H) 5. 45 (s, 2H) 6. 06 (s, 2H) 7. 34-7. 39 (m, 5H) 7. 58 (s, 1H) 8. 18 
15 (s, 1H). 

b) 2. 2-^ ; ?vv:7 p t3 tra-^m [7-^<yv ? ;v-i-^^-2. 6- 
i^fry-1, 2, 6. 7-rh7tKp^yy-3-^;H ^t_fvi^xg7V 
2, 2-^f;V7"otft^ [ 7 — <^^V- 2 , 6-Wy-l, 2, 
6, 7 -7 h 7 t Ko 3 - 'f /V] >! f /Vx^f/l' 2 : 6 6g^N, N- 

lmim ^m-CJ^SI#Ufco RJES*S:BB»^^*T?#fiU % 1N- 

aiSES: h/v^ ythyfa^ay b % SfBflS-S^fe 2 . 1 6 g £r#fc„ 
^-NMRCCDClg) 

25 5 1.18 (s, 9H) 3.41 (s, 3H) 5.49 (s, 2H) 6.11 (s, 2H) 7. 26-7. 39 (m, 5H) 7.57 
(s, 1H). 
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2. 6. 7 -f h 7 b Kp T 8 !) 3 ^ f ;w 

2, 2— ^^^ok^K [7 — <^v ? /k-l-^^/V—2, 6-^ 
2, 6, 7-fh7tKP7'y^-3 — <M ^^VV^-XTVV^. 3 
5 4 9 gMl 0 Om lfc»#U 1 0 9k*? 1 g SriBx, *^f#ffl 

HT, MfcTlfctfeiJHfcbfc. RJfcifcSr^jflU 5*S«:»I8U SHEfljfrflJl. 
8 7 1 g £:f#fc„ 
X H-NMR(CDC1 3 ) 

6 1.19 (s, 9H) 3.48 (s, 3H) 6.17 (s, 2H) 7.83 (s, 1H). 
10 d) 2, 2-^f;^Pb'tyj T7- (2-^pp7x^;v) — 1 

=7VV-2, 2. 6, 7— r H9t: Kp^U is- 3—4 A?] ^ 

2, 2-^^^V7 P nt°^->'m [l-^^V-2, 6-x?**y~l, 2, 
6, 7-rb7t Kp/yy-3 — i)V\ ^f;H^f/H. 6 0g. 2-^n 
15 D7x=;HpySll, 83g, IffiM (I I) 1. 5g&N-, N-^fvV* 
;VJ*T % K3 0ml l'MU^y^3ml ^flijll:t3 BW«#bfco 

(3 : 2) WWJ:^ SEfl3^ltS)7 2 4mgS:#fc. 

e) 4- T7- (2-^PP7a=;W) -3- (2. 2-^^7"p^^ 
;^^f;v) -i-^f;v-2. 2. 3. 6. 7-fh7t 

Kp- ih— zfy >*— 8— 4 )\A &*2J?>^z 1 — *2k*ikM t— ^vw&:* 

25 -7VV 

2, 2-^f/V7'ntft>^ [7- (2-^nn^;n=:^) — 1— p»*7i' 
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-2, 6-S?*-*y-l, 2, 6, 7-fh?tKn^!Jy-3-^] ^f/P 
x^f;V7 2 4mg5rN, N-^f;V*M75 Kl 5m 1 [JliiU N— ^ 

5 55©, £JftHftRU 2, 2-^^vK7°Pfc°;*->'& [8-^Ota-7- (2 
-^pp7x=;V) — 1 — /-f-jV— 2, 6 - ^^y- 1 , 2, 6, 7— fh7 

^_ ! vBft t -7'f;n^r;V4 g tm&V^ 15 0° c^*niftbfc 0 

2 ) mttifrm x v . eHRfb-fr* 7 2 4 m g ^mtc 0 

i) 4-[7- (2-^PP7x^;W) -1-^^-2. 6 — S?*-^ V - 2 , 
3. 6. 7-7h7bKP-lH-7 , yy-8-^] t^^i^-l-*^ 

15 t —•? s f-)V^^ t r)V 

4- [7- (2-^dd7^^/v) -3- (2, 2— 9 J^^-j\f-fn M^r^v^r 
tt-Wf-A') - 1 6-i?**y-2, 3, 6, 7-fh7tKo 

- 1H-7"'J V— 8— f/l<\] tr^^i^^-l-^/V^^K t —yf'f'jVZ^^'fjV 
^^^;-;H O.m 1 % f h7tKo77V2 0mll^U *3*ffe-*- MJ * 

20 A 2 0 0 m g SriP^L, 38ftfc:*CJWHfci»#Lfc. EJ&&\C 1 N-^&SJPX, Mfe 

ij®U/c„ iaSrx-f/HcKSU, 55© U WliMb'S* 4 5 0 m g =Sr#fc D 
^-NMRCDMSO-d 9 ) 

5 1. 35 (s, 9H) 3. 04 (s, 3H) 3. 06-3. 12 (m, 4H) 3. 17-3. 22 (m, 4H) 7. 48 (dt, 
25 J=l. 6, 7. 6Hz, 1H) 7. 53 (dt, J=2. 0, 7. 6Hz, 1H) 7. 63 (dd, J=2. 0, 8. 0Hz, 1H) 
7. 65 (dd, J=l. 6, 8. 0Hz, 1H) . . 
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g) 


4— 


-7- (2-^nn7ai^) 


y- 


6, 7-i?tKa- 


lH-yyy-s — r/H tr^^y- i -tuv&i/m 


t - 




-1), *3£tf 


4 - 


[2. 


-7- ( 2 - ^ a n ^7 ^ n/v) - 7 H-:/y y- 8 



5 7Kl lf^7^y-l-^;^yl t -y^/i^.XTvv (g-2) 

4-[7 - (2-^PP7x^;V) - l-^f;l/-2, 6-i?#*y-2, 3, 
6, 7-7h7tKn-lH-7!;v-8-^/V] fcXy S?y— l-^A-tfy^ 
t -^fvUcn^^vW 8mg^^^^y y 3 m 1 IC^^U, 12 0° Cf'T 



*th5?A100mg, 7X0. 5m 1 0MWP(C&?> -kjafcr 3 «?WJJ|# 

V^T^IU >bii. 6^S:Sllibfc 0 affiSr^y ^<7*7V^7^i7D^ 

KT»»U ^If-^-SMfca^/u (3:2) #m#m.fc 0* 4- [2, 
15 6-i^^cit3 — 7— (2-?vn7x.^/V) -7H — :/y y — 8— 4 JV] fcV*9 

s*y- i -#7i^y^ t -r/^vva^TVn 6mgt ^=^i>-y-i^:n^vv 

(1 : 9) £ »9 N 4- [2-^on-7- (2-^an7x=;V) - 1 

-y^vv- 6 — **y- 6, 7 — v^t — i h— :yy y— 8 — i fV\ tv-^y 

y- l-^/V-jtfy^ t-7f^x7,r;H0mg#fc o 
20 h) C7— (2-^PP7x=;l/) -1— y^7U— 6-^-^y— 8- .(tf^<7 

-yy-i — <M -6. 7-j^b kp- iH-yy y-2 — r^^-^r-y] i^M^ 

4- [2-^pd-7- (2-^pp7x=^) — i — y ^vu— 6 — y-3r y — 
6, 7-i?tKp-iH-/!Jy-8-^v] fcv*9s*y- l -#7M?ym t 

25 — zff-jVzr.^TjV lOmg, # y n — 7Vgkx.<fvV:r:;* 1 Omg^rN— y =f-JV 
f ny h>0. 2ml|:^L, h y *A 1 Omg^i il(:t2 



WO 03/104229 



PCT/JP03/07010 



121 

i$M«#bfc 0 ^m^mm^Mmm^ in-mt^u 4- C7- 

7-^tKn-lH-/!)y-8-^f^] tr^^^^-i-^^ 
t -7^x^f^ 2 4 m g Sr#fto ^Oti©8mgS: M7 ^/l^taSffll 

fr-7m&Mft (0. I%hy7/v^-ng|m^*) SrJBV^c) KiTflffiU «IB 

2 . 1 1 m g £r#fc 0 
MS (ESI) 447 (MH*-CF 3 C00H) 

g£frfcffi]2. [7- (2-^PP7x^) -l-^f;l/-6-t#y-8- (fc° 
10 1 ->f^) -6. 7-j?t S 

El hg7;v^pSili 

4— [7— (2-^nn7x-;v) — 2 — ^ b ^f-v'*;i'#=^^ h ^r^— 1 — 

^Tvv-e-tf-'fry-e, 7 - i?t Kb - 1 h-^d y-^ 8 —f A'] tN^^v 
-l— ^/^fl* t-^f;wx^r/H 6mg^^^y-;V0. 4mK 5N 
15 -yfclfcfb**- b !J 9 ^tK^ 0 . lml^iPi, M^T 2 RtfS&BLfco Kf&Wi . 

(T-fe h= MJ ;v->Jc3R8HMB (0. 1% h y 7/V^n@^@^r) Sr^fco) 
tc-OWSSU «flBfl5-&*2. 4 5mgSrffc, 
20 MS nfe (ESI) 419(MH f -CF 3 C00H) 

HjSffi.13. 7-(2-^PP7xr;V)- 2-'^P^W^-8-(^7 

i^^-i— -ryw) -l, 7-^Kp^i)y-6-^y 

a) 2, 2--^y f-flsZfxi [7 — <>^V-3-(2. 2-^y^Vl- 

^Pfc°^-^^^ixy ^)- 2, 6-S?a-3F-y-2. 3, 6. 7— fF7bKn 

25 y j i —'fA'] y j-^-x^ 
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1 m#«¥U£8ft#y ^17g, ^ph^^I/- h 14. 2ml £r;&P*u 
5 0° CtfWlfc. RJS«SrBB»^^"C*Rl-, 1N-M« 

«t 5 > mmit^-m 1 2 ; 8 g £r#fc 0 

b) 2, 2-i^'?VK7 P g tr^BE C3-( 2, 2-^^/V7 P P ga^va: 
^r^^/^)-2. 6-^^y-2. 3, 6, 7 — r h g E Kg 7°y ^~ 1 ->f 

2, 2-^ < ^/V7 p ntr^-^ [7 — <^v7V-3-(2, 2-v f ^5vK7 p Pi 
tr^-^v^^^/v)-2, 6-^^y-2, 3, 6, 7-fh7tKoyy 

c) 2. 2— ^^^Ptf^Eft [7- (2-^PP7x^V) -3 - (2, 

2^L^/k^lE^^k^^Ji±M -2. 6-^^y-2. 3. 6, 7 

— f7b Kp7°!) is— 1 — ^ 7L±/k^^Z2k 

2, 2 -S^^vK^ta [3 -(2, 2-i?^^/vynif^-=.^^V 

^^/V)-2, 6-^^y-2, 3, 6, 7-fh7tKn7'yy-l-^^] 
^^^^^^^r^VNT, mMMl d) t^MU *l&f&6*3:#fco 
^-NMRCCDCls) 

5 1.16 (s, 9H) 1.22 (s, 9H) 5.99 (s, 2H) 6.19 (s, 2H) 7.42-7.52 (m, 3H) 
7.58-7.61 (m, 1H) 7.73 (s, 1H) 

d) 4- [7- (2-^PP7x=;k) -1, 3-b^- (2. 2—&*^/l'Zf 
uxf3r~;v$r3r%/*^>v) -2, 6-i?**y-2. 3. 6. 7-rh7b Kp 
-lH-7°!)y-8-^;v] fcV^i^— l -;fr/vtf?v^ t-zff-jv^^y"^ 

2, a-^f^pf^-yi [7- (2-^pp7i=;v) -3— (2, 

2-v ? ^^7 p ntf^-=7V^-=¥i/^^/V) -2, 6-^7-2, 3, 6, 7 
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^-NMR^DCls) 

8 1. 16 (s, 9H) 1. 23 (s, 9H) 1. 44 (s, 9H) 3. 20-3. 35 (m, 4H) 3. 32-3. 37 (m, 
5 4H) 5.92 (s, 2H) 6.09 (s, 2H) 7.41-7.49 (m, 2H) 7.52-7.57 (m, 2H) 
e ) 4 - r 7 - (2-^PP7x^) -1- (2. 

;*-3^>^^vV) -2, 6-i>^-^-y-2. 3. 6, 7-f h7b Kp- 1H-/ 

4- [7- (2-^OP7x=;H -1, 3-tf*- (2, 2-^^^-/V7 P f 
10 e^-=/V^-^riX^^V) -2, 6-^^y-2, 3, 6, 7-fh7tKP- 
1U-^V is— 8-' f/V)]t°^9^^- 1 -^/^V^ t -^^W^TVl-^. 
2 2 7 gSrT" h7t KP77^1 OmU ^;-/V20ml l^HfU 1, 8 
-S^TlFtfV^n [5, 4, 0] yyy 1 -*)- 7—^ VO. 5 18ml^^ ^ 

15 1 . 0 2 5 g 2r#fco 

^-NMRCCDClj) 

5 1. 16 (s, 9H) 1. 44 (s, 9H) 3. 22-3. 24 (m, 4H) 3. 33-3. 35 (m, 4H) 5. 90 (s, 
2H) 7.43-7.47 (m, 2H) 7.51-7.57 (m, 2H) 8.71 (br, 1H) 

f) 7 - ( 2 - ^ P P 7x=;V) - 2 - P 7'f ;Vt^r'>- 8 - (fcX^v^- 
20 1-4 As) -1. 7-^bKP7'!)y-6-ty 

4- 17- (2-^pp7x=;v) -l- (2, 2— 9 S*7-A''7n M^r^/v^r 
-2, 6-^^-2, 3, 6, 7-r h7t KP-lH~7°y 
V'-S— ^/U] fcfX^^V— 1 — */V#^BI t-7*f;Wi^f^8mgSrN, 
N-^f^/VisT^ KO. 3ml('fj§m 7*0*^0^^0. 05m 

25 i > nam* y9A2 0mgi:jn^ sc c Kxi&%mwvito 
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$$?u mm* nfe*w®?m&mfc9*-*\*yy7-(- (T-tzb=MJ/v-* 
mmm. (o. i%hV7Ji>*nmwt$m) srEvy/t.) ictabru mm&to 

5 1 . 8 9 m g £r#fc 0 

MS Ve (ESI) 375(MH + -CF 3 C00H) 

ggjfefllU. 2- [7- - l-^f;V-6-^V-8- (If 

•^9^— i-^vm -6, 7-^typ-iH-^gy-2->f^v] 7 

10 a) 2. 2— ^^^PtT^-^Bft [7- (2-^^/W) - 1 -p^W- 2, 
6— •^^y— 1, 2. 6, 7-ff7tKP/!ly-3 — ff-flszx-T.'r 

2, 2-^^/W^ , nbr^» [i-^^/v-2, 2, 
6, 7-fh7tKo^yy-3 — ^'TVV^^fVV'l. 871g£rN, N 
15 -^^ f /^/VA7 3 0 m 1 t^)|L, » ^ A 1 . 5g. 2-Zf^~ 

(3 : 2 ) ^ffi^® i 9 , Wm&to 2 . 1 2 g £#fc 0 
20 b) 7- (2-y^n/V) -1-^^-3. 7-^bKP7°yy-2, 6 

2, 2-^f/V7°at't^ [7- (2-Zf^=^/^) -l-* e f->V-2, 
6-i?**y-l, 2, 6, 7-fh7tKo7*yV-3— T/H t^/V^^T 

25 ^-NMRteDClg) 

5 1.91 (t, J=2.4Hz, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s, 1H) 10.62 (s, 
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1H). 

4- [7- 6-i^^y-2. 3 t 

6, 7-7h7bKP-lH-yijy- 8 -^1 g^9S?^-1-*n,*yp 

5 7- (2-^=^) -l-pt^v-3, 7-i?fcKo^y-2, 6-^ 
'H-NMRfcDC^) 

5 1. 48 (s, 9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 37 (s, 3H) 3. 37-3. 39 (m, 4H) 3. 58-3. 60 
(m, 4H) 4.87 (s, 2H) 9.68 (s, 1H). 

10 -i) 2 - [7- (2-^=1^) (hT^ 9 $? 

-6, 7-^bK P -iH-yyy-2-^t^>1 7^ = 71, 

4- [7- ( 2 -^=^) -1-^^-2, 6-^^y-2, 3, 6, 
7-rh7tKo-iH-yy^8-^] fcV<? i>f- 1 -^/VtJ?^ t 
15 -^x^^8mg,2-7*B*7x=Ad»t>fAxx^l Omg^N, 

5 0° CfcT***#Lfc. »S»fcI»ai^A'fe«P*. % 1N-«1|C"C« 

I«» B Yh^ 77 ^ (7th=hy;^ W (o. i%h 

MS Ve (ESI) 451 (MH*-CF 3 COOH) 
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MS Ve (ESI) 385(MH*-CF 3 C00H) 

7- (2-^T^M -2- (2-zfh*iy) f-tv— 8 - 

MS a/e (ESI) 359 (Mff-CF 3 C00H) 

MMM 7 . 7 - ( 2 - -2— is? U^ls^tVJr^ is- 1 - <?A>— 

8- (tr^s?^- i -^r/v) -l, 7-^bKP7'yy-6-ty hy7;v 

10 

Ilig^Ud)};!*^-*:, 2-^tr^7*=/vg^mp { ^^^7 1 ^©^«? Jci^'n 

MS Ve (ESI) 371 (Mir-CF 3 C00H) 

HHMjL 2- [7 - (2-^^V) -i-^^-/p-6-^y-8- (tf 
15 ^7^-l--f;v) -6. 7—*?K Kp-IH-ZP v-2 — f/>*-3rS/a ^ 
^ yja f;vx XT sis hW p @E^3& 
SIMM 4 d) lC*3V»Tx 2— ^P^E-^ai^/^^^ ^Vni^.^/VCO-ft^Jj m 2 - 

MS Ve (ESI) 417(MH*-CF 3 C00H) 
20 jffiW9, 2- [7- (2-^=7^) - 1 -j-T)^- 8 - (fc° 

-6, 7-^tKP-iH-7°yy-2 — f^^-^i ~? 

%<?;V : m±->V ^Tjb^l NH-DM2 0 3 5) SrfflV^^ pv b ^9 7 4 
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MS m/e (ESI) 404 (MFT) 

mrnmi o. 2- [7- (2-^-=w) -i-,?*?-/u-6-:j-#y-8- (^ 
^<7^v-i->r/v) -6. 7 - kp - 1 h-^p y- 2 ->f -f 

4- [7- /V) -l-pt^V-2, 6--^^y-2, 3, 6, 

7 -f b 7 1 Kn - 1 H-^U y- 8 fc^^S^- 1 — XA^R^Wt t 

-^f/Vx^f^Sm g „ 2 — T'n^e^'P If^-^^ai^/V^^^H OmgSrN, 
N-^fM^A7 5KO. 2ml^HU V V A 1 0 m g SrflP;!, 

io 5 0° cttiwa^tfc. s^^m^^/vsrJn^x tKx lN-^mscxsfe 

S£U til^Hl, 4- [7- (2-^=^) -2-(l-*/V^^3i 
b^-^)-l-^^-6-^y-6, 7-*?M Kn-lH-yiJy-8 — T 

15 itic-c 3 ^mmwvr^ iN-«&an*.* BMfc^^fcxttm u w«issr««i 
■7h^77^- (r -tr b =• h y /v-tK5S#M ( o . i % h y 7/u*nsraWf^r) 

&fflV>fc 0 ) |c-C*t»U «f&fb-S4b3. 3 7mg£#fc„ 
MS Ve (ESI) 375(Mir-CF s C00H) 
20 Hifeffllll. 7— (2 — 2— 

?i?ls-l—>(A')—l. 7-^b KP7'!Jy-6-ty h 1) 7;^PH^t 
a) 4- F7 - (2-^^/V) - 2-^pp-1 - ^^/U-6-^-#y-6, 

7-yfcKp-iH-7'yy-8 — r/v] tv<7^- 1 -^/u^^n t -7 

^A^ZjT/t (a - 1) . ioXT* 
25 4- [7- ( 2 — -f^—fV) -2, 6-^PP-7H-7'!)y-8-^] b° 
^^^iX- 1 — •XlJVtfl/m t -iT^/VJ^TVV (a — 2) 
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4- [7- (2-7*?~;V) 6-^3ry-2, 3, 6, 

7-fK7tKD-lH-yyy-8-f;i^] fcv^^_ 1 -#/M?^lfc t 
-7^/U^X<r,U5. 12 7 g mVtft!Jy75ml^|L, 12 0t:iC 
T^^aW bfc. Kj£*g&2&$g b % f7kKP77y50ml b 

Tk^hy ^ioo 6> tK2 o om i <DmmmtpKm%\ mm.Kx immmw 

ffrA-ClfcflfcU 5ifi. £$££S6i|fcbfc. igl:i/y*^7i^o-7>^7 
7^l:«L, ^aty-ls-mm^A, (1:1) *ai^HJ:0, 4- [7- 

10 (2-^=^) -2, 6-^DO-7H-7'!Jy-8-^;V] tf**?^^- 
l-DjV&l/m t-^/Voi^x/H. 3 4 8 g C'H-NMR (CDC1 3 ) 5 1. 50 (s, 
9H) 1.87 (t, J=2.4Hz, 3H) 3.64 (m, 8H) 4.81 (q, J=2. 4Hz, 2H)] £r % ^^f- 
y-gjjgfcc^vv, (1:9) ^m^-®J:«5, 4- [7- (2-^=/U) -2-^ 
Pd-l-^^v-6-^-dry-6, 7-^fc Ko-lH-/yy-8-^/l/] 

15 ^7^-l-*/V#y^ t -y^VVMTvV PH-MflKCDCla) 5 L 49 (s, 
9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 42-3. 44 (m, 4H) 3. 59-3. 62 (m, 4H) 3. 73 (s, 3H) 
4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g #fc 0 

bl 7- (2--?^-;U) - 2-y h^V- 1 -y.^vv- 8 - (^^y- 

l-^7» -1, 7-^b KP/'Jy-6-ty h!J7^tPSM 
20 4- [7- (2-^=/W) -2-^dl3- 1 -^^-6-^y-6, 7 

-^tKo-iH-7"yy-s — r/v] v^v^-i-*^^ \ 

/^f/PSmg^^y^VO. 2mlML, 7K^^ h y «7 A 1 0 m g 
25 fciSBB^KJiSEflc^n^ h^77^- (Ti? h= h !)^-^KffiW| (0. 1% 

h y r^*-* iWte*) v^fc 0 ) fc-cttja u 1 . 7 2 m g £#fc 0 
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MS of e (ESI) SITOfflf-CFsCOOH) 

3afefl!ll2. 7- (2-y^~/V) -2-^ Y^ly- 1 - 

fl^T**^ H^7 7«{-»iU g^cc^yv-y * / -/V (2 0:1) 
^-MOKCDCla) 

5 1.42 (t, J=7.2Hz, 3H) 1.82 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 4H) 3.40-3.42 
10 (m, 4H) 3. 46 (s, 3H) 4. 51 (q, J=7. 2Hz, 2H) 4. 90 (q, J=2. 4Hz, 2H) . 



MS Ve (ESI) 331 (MH + ) 



mmm is. n- 


(2 


-^s^M - 


1 -y<7VV-6 




(t^ 


7^y-i-</v) - 


6, 




lH-/!) 


2 — r^^-^rv-] 
















mmm 14. c 7 - 


- (2 


-^-/V) - 


1-^^Vl-- 6 






1 —jm - 


6, 


7-^fc Kn- 


1 H-yy y- 


2 — ^/v-^r^-yl 





4- [7- (2-y^-=/V) — 6 — ^y- 6 , 7 

-s?t Kn- lH-yy 8-4^1 \?'<?i?>—i—%A'tf:/Wt x—'ff- 

20 javvcmsflii i kmm\zmm\^ n- (2 -1- 

y- 8 - (fc^^^y- 1 ->f/V) -6, 7-^fcKa-lH-7 k yy-2- 
>f ;v;tf-3r V] g^^^vai^^/V h ]) 7 > [ 7 - ( 2 --^f-^jU) 

- l-y^/V-6-^-^ry-8- (tf^v^-l — f/V) -6, 

- 1 H-7"yy- 2 -JfrHr^tf] Wm h y 7;l/tn^lt [MS a/e (ESI) 
25 361 (MT-CFjCOOH) ] &#fc 0 [7- (2-^^— ^) - 1 ^fls- 6 — y — 

8- (^7'^- 1 -^V) -6, 7-S*fc Ko-lH-7*y V- 2 — f/U;*- 
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tu^W7 7j—^Wkl^ 9 J— (2 0 : 1) »ffl5MIf.J:!J- 

[7- - 1 — 6 -t^E-y- 8 - (tf^S^-1 — f 

/V) - 6 , 7 — Kp - 1 H-^U 2 — f /U^-^f^] fftft;c?vfcoc;*^-/U 
5 FH-NMIKCDCL,) 6 1.29 (t, J=7. 2Hz, 3H) 1.83 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 
4H) 3. 38-3. 41 (m, 4H) 3. 55 (s, 3H) 4. 22 (q, J=7. 2Hz, 2H) 4. 90 (q, J=2. 4Hz, 
2H) 5.03 (s, 2H) ;MS Ve (ESI) 389 (MH*) ] &#fc 0 

H»[|15. 7- -2- (2-pt hdrixji h^r-» -l-pt 

(fc°^^-l-^VV) -1, 7-^KKp^!)^-6-^ h 
10 U 7;vtPSIii 

1 3 {cjoV^T, 2 - 1 Kn ^i/^xf;n^f;vofife «9 2 — h 

^vai^y-^srfflv^seifiwi 3inwm *i&ft5-MSj*#fco 

MS Ve (ESI) 361 (MlT-CFsCOOH) 

HtSflgl 6. 1- [7- (2-7^=;V) -l-^^-6-t^y-8- (fcT 
15 ^^i?^— 1 — >f4») —6, 7-i?fc KP~lH-^!?^-2->f^#i/] $s 

HlfcM 1 3 IC^VT^ 2 - fc Kn **S^m^>Y^* t TA'(Dp&> V) \Z. 1 - fc K 

p^^^^a^a^■?^^/^#^^^/^^^^/^ilr^v^-C^ii^?yl 3 £HUgtfc&!! 
20 Vvr*»-v h^77-f- JftSSU^ g^g^^vV-^ * y — /V (2 0:1) ?§W#W 
1H-NMR(CDC1 3 ) 

5 1. 19 (t, J=7. 2Hz, 3H) 1. 39-1. 42 (m, 2H) 1. 67-1. 71 (m, 2H) 1. 83 (t, J=2. 4Hz, 
3H) 3. 02-3. 05 (m, 4H) 3. 37-3. 40 (m, 4H) 3. 49 (s, 3H) 4. 14 (q, J=7. 2Hz, 2H) 
25 4.90 (q, J=2. 4Hz, 2H) 
MS m/e (ESI) 415(MD 
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jiji 7. i- [7- j2=7±~M - 1 - * 6 - 8 - (tr 

^itls-l-sCM -6. KP-lH-7 , yy-2-/f;Vt^3 

4- [7- (2-^=7V) -2-^Ptn-l-^^/V-6-^y-6, 7 
5 -i?tKa-lH-/?y-8 — f/V] t 0 ^^- 1 t—zfi- 
;H^f;V2 0mg, 1 — t Rndfi/v-^ a/n/^y^^y^xf^xXT;!/ 
2 0mgSrN-^f;HfP!) K^O. 2mHC»j)fU zK^^hy^Al Om 

ttmufc 0 ^mm&wmv, 4- [7- (2-7*^=^) -2- d-xh^^ 

10 ^/Vtf^/l^y n \?jV$-3t*s) — 1 — y ?VV— 6 — ^"dr V — 6 , 

o-lH-/!)y-8-^;v] t^^-y^-l-^/v-jK^ t -^^x^r 
;V6 3mg?r#fco ^^^©Srcr.^ y — ;VO. 4 ml, 5 N-Tk^ffr?" h y 7 A 
0 . 1 m 1 fcigfl? U 5 0° C tCT*Hfc!ft# UfCe 1 N-*£I&& 

ipx., sixf;K:taaLfc 0 ^nBuisr«aiu 4- [7- 

15 -2-(l -^^^dr^yy n^n fcT/V^-drV)- i -y.<5vv_ 6 -^y- 6, 
7 - ^t Kp- 1 H-^y y- 8 -- f ;u] l-%;Vi$>m t -zf 

*f->v^**rjiv 2 2 m g £#fco ^©t© 1 lmgSrMJ 7^4~t3 0qttK:ffft U 

mm (0. l%hy7;vtPi^t) SrfflVNfc.) fcT)|t§!lU iE{b#«l. 
20 6 4 m g 5r#fc e 

MS Ve (ESI) 387 (MlT-CFsCXJOH) 

^jttflMi 8. l- f7- (2-y^^vo - i-y5vv-6-a-ary-8- 
^7^-i-/r;v) -6. 7-^Kp-iH-7 , yy-2-^^i/] -y 

25 4- [7- (2-y^-^V) -2- (1 -^A-atfdrS^yy P^P^t^v') 

- i-y^v—6-^-^y-6, 7--yt Kta- lH-yy 
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mlMU hy^^VT^^O. 05ml, ^qn^if;V0. 0 5ml 
SrinxiM^Xl 5^#Ufc 0 2 0%T^^TtK0. lmlJrJlx., ^Sl: 

77^- (T-fe h= h !J /v-zM^ltoB (0. l°/oMJ 7;vtnSl^f) SrJB 
MS Ve (ESI) SSeOflf-CFsCOOH) 

mmmi9. i- (2-?^~m -1-^^-2- (2-**y : r h^t 

10 Kp79V-3-W»V) -8- (fcV^S^-l-^f/l') -1. 7^j£b 

15 MS Ve (ESI) 387(MH + -CF 3 C00H) 

gllfeflij2 0. 7- (2-^^V) - l-^^W-2-7^7=¥'>-8- (fc° 

^v^-i-^v) -1, T-^tKPT'yy-e-ty m 7A < a-gfi l EBfc 

HJS#!! 1 3 ^*5V^T, 2 - 1 Kp *ci/ffim=c-9-Ji'=z*'rsi'<Dttt> !)['7xy- 
20 ^SrJB^T^lWJ 1 3 ^il^IU *fBfb-£4fe«:#fc. 
MS Ve (ESI) 379(Mir-CF3C00H) 

^1M2 1. [7- (2-^^/V) - 1-^/1^-6-^-^-8- (bf^ 
7^-1 — f/M -6. pP-lH-^!)y-2->f^] 

j.^'tvv h y •7 , yv^-p§^^^ 

25 1 3 }d*5V>T x 2-\Z Yvi^^m^- e f-;VaL^;V<D^t> } 0K2— (t 
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MS afe (ESI) 373(Mfr-CF 3 C00H) 

3aK082 2. 7- (2-7^~JV) -1. 2 8- (fcV^^- 

■L-sfju) -l. 7-^KP7 , yy-6-^-y hJLz^±HB^ 

5 4- [7- -2-^on-l-^f^-6-t*y-6, 7. 

-i^t Kci-lH-^y — f/u] ^v?y-i-*^S x-zf^- 
;HXf/1^8mg, -r h^^r^ b y 7x-;^X7^f ✓'^^S^A 2 m g Srvoj" 
dr^VO. 2ml(c^b > ^f^y^^oDK (1. 5^;Vfh7t Kn7 
9^»0 0. 2ml£#n;t, 5 0ti:to. 5 B#iW«# Ufc„ K/«£rig*g U 
10 aSESr b y ^/v^ngf^^U HLfc 0 BS^jMtS^^W^ b ^ 
77^- (T-fc b = b y^-7K^IbtS (0. 1% b y SrJB 
V^fc 0 ) ^-C!ft®lU, 5 6mg £#fc„ 

MS Ve (ESI) 301 (MT-CFjCOOH) 

lfelifeffj|2 3. 7- (2-^^/» - l-^^V-2-^^V-8- (bf-^ 
15 1 -y(;V) - 1 . b U Z2k^gIIMM 

4- [7- (2-:/^~A0 -2-^on-l-^f;>-6-t^y-6, 7 
-^tKp-lH-7'3y-8-'f;i'] fcf^^^— l — ^A'tf^Sfe t—zff- 

;H^r;V8m g „ 7" b^^* b P 7i=;V*^7>f V^7^^2mg^ 
df-fyo. 2ml 7f;W^V^^ny KO. 5ml (2. O^r 

20 /Vi^rc^v^— <rsl>mfc) t mtM$& 2ml ( 0 . 5 =£JV<t b ^ t Kn77V 
«rfcka»C»»^U;fc:»?fcO. 3ml Mx., 5 0° CfcT 5 B#[tg»#L 

mm^w^m^b^y^^— cr* b=- h jj/I'-*jmmwb (o. i%i>y7 

25 MS (ESI) 343 (MlT-CFsCOOH) 

gljfcM 2 4. 7 - ( 2 ^3^M - 1 gV]^ 2 -^<VS?/U- 8 - ( ^ 
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^< ^ i^/W j/^ i/^A^P!) KO. 5ml (2. 0 ^jW^jV^—T^W- 
m t^kM.^k2m\ (0. 5*;Vrb7tKta79V^) &fckfl>C#> 

5 MS m/e (ESI) 377 (MH*-CF 3 C00H) 

mmm 25. 7 - ( 2 - 1 gvkr: 2 - ( 2 - 7^~?v^jv) 

-8- (fcT^S^-l-WA') - I- 7-^bKP7T/-6-ty M)7 

7*^^/W^v-!7A^l3 U K0. 5ml (2. 0 7VV 
10 mm kM.i*MMi2m.\ (0. 5^/Vrh^fcKn77yW 

fc^Ufci£M£JlV^TllJ60!l 2 3 t P«tfc«HffiU,«S&fb'&*Sr#fc. 
MS Ve (ESI) 391 (MHM^COOH) 

^Hte«0 2 6. 7- 2-7^-^-8- (tf^ 

^i^v-i — f^) -l. 7-^t:Kpr!)y-6-ty hJL22k±HH^ 

15 4 _ [ 7 _ (2-zf^~^) -2-^PO-l-^f^-6-^^-6, 7 
— S?fc Kp- 1H— 7"!) 8— -f/V] bf^^^^— 1 — ^A^Vgl t— ^"f- 
;H^7;HOmg, 7 1 b 9 ^r* h ^ "7 rn^/Vtf^ 7 v 5 ? A 2 m g „ 7 
cc^Vh y 7*^X2 Omg^mtyO. 2mlW|j|U 80^X5 

20 »aiESra!ffi*i«3S«^o^h^97w- (T-fe b= b P (0. 
1% h y 7/^13 fi^m^^T) &JBV^ 0 ) K:-C«f®U ailBflS<a*b4. 62mglr 

MS Ve (ESI) 363(MH*-CF 3 C00H) 

gj1fcfli]2 7. 7- (2-^^/V) -l-^^/V-2-T^7- 8- (fc°^7 
25 S?^-l-« f/V) -1. 7-^tKP^U^-6-ty fy7;VtPM 
4- [7- (2— -f=f-=-)V) — 2— ^PP- 1— ^f-fV— 6— ^"^y— 6, 7 
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^s^^a^t^* 13 ^ cr-fe h= yy/i'-xjmwm (o. 

5 i % b y y /vx-vmm^) «:JBv\fc.) kt»»u wmt&m 3 . 8 2 m g & 

MS (ESI) 302(MH*-CF 3 C00H) 

3t1fefiil2 8. 7- -l-^^-2-^^7^- (8- 

\?y<=7*Jls-l— -1. 7-^KP^gy-6-ty hJLZ^HB 

10 itM 

4— [7— (2—Zff-=-A^) -2-^PP-l-^^-.6-^^~ 6 > 7 

5 u a«£ h y ^*aB»m»#u «a®ufco 

15 afctriafc^iKSfctf^o^l^?^- (T-feh=by^-7K*«HWi (0. 
1 % h y *m^tc 0 ) fcTHttU attBffr&to 6 . 9 5 m g £ 

MS Ve (ESI) 316(lfflT-CF 3 C00H) 

mmm29. 7- {2=7±~M -i-^^- 2-^^^vr^y-8- 

4 _ [7- (2-^^^/V) -2-^Bn-l-^^-6-i^y-6, 7 
;vx^r;l'8mg2r4 0 9vVT 5 ^zM«0 . 2ml^«U 8 CCl- 

t^Mm:wm^m^ B-?h^77^- cr-tr h = h y ^-^.^mm ( o . 
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i % h v srEvv/t,) te-cwmu wm&m 6 . 9 5 m g &• 

^-NMRCCDClj) 

• 5 1. 82 (t, J=2. 4Hz, 3H) 2. 83 (s, 6H) 3. 02-3. 05 (m, 4H) 3. 39-3. 42 (m, 4H) 
5 3.56 (s, 3H) 4.90 (d, J=2.4Hz, 2H) 
MS a/e (ESI) 330 (MH*-CF 3 C00H) 

Stift fllSO. T7- (2-^^7V) - l-^/U- 6 -**V- 8- (fc^< 

g^^-i — nv) -e. 7-^tKp-iH-^!)y-2-w $;] aft 

10 4 _ [7- (2-^—/V) -2-^0O-l-^f/V-6-^y-6, 7 

;raf;H0mg^l-^/V-2-^n!)Ky0. 15mll*U 
S^^/Va^vvV -i^^ 1 5 m g » h V ^/VT 1 M^Lf'o 8 

15 *• y -7 . 4 0 m 1 ^«fU N g^#*£efc#ttttT^&U;/t„ 

1 % h y «:J8V\fc.) fc-CflfKU aWBflS** 7 . 60mgS: 

MS w/e (ESI) 388(Mir-CF3C00H) 

20 arts-gas 1. f7- (2-^~;v) -l-^^v-e-^y- s- (t^ 
^s?^-i->f/u) -6. 7-^KP-iH-^'jy-2 — ovr'sy] mk 

4- [7- (2-^^/V) -2-^DP-l-^f^-6-^y-6, 7 
-v^fc Kp- lH-^y ^-8-^/V] tf^y^-l-^^^i 
25 ;VxXf;W6mglrl-^^-2-eDy bVO. 15mlC»U 

y t --7*f->v^^=r>v mmM 1 5 m g , h y *^vt 5^50^1. ^*ox.fc 0 



WO 03/104229 



PCT/JP03/07010 



137 

8 omi 2i#iwsi#ufc^ mm^^^^UifxRj^m^mmvtc 0 ?.<d 
mm* h y y/^^wmo . 4 o m i k:$^u^:#*&^# wx^tufco 

ffi^ Wfr ^ p v h ^7 7 ^ - (T-feh=hy^-7K^»iH (0. 

i % b y -rsisx-vffiw&^i) Srfflv^ 0 ) ^-cffii&u ^fa-fb-a-^ 2 . 3 6 m g & 

5 #fc 0 . 

MS a/e (ESI) 360 (MH*-CF 3 C00H) 

^00 3 2 [N— [7 - (2->^~/V) -l-^^/V-6-^-^y-8- (tf 
^^-i-^y,) - 6 , 7-^tKP-lH-^!iy-2 — < )V\ ^f^7 

lE-ffc-g^ 2 . 0 6 m g Sr#ftio 
MS (ESI) 402(MH + -CF 3 C00H) 

mfom$3. (s) -l- [7- (2-^^v) - l-^^vv-e-a-^y 

15 -8 - (g*<9i^-l->f/H -6, 7-v?fc KP-IH-T'U ^- 2 -J)V\ 

t'h y mm.*^xmMm 3 0 1 ^ti^iu, wsb^ 

$J 1 . 3 5 m g $T#fc 0 
20 MS (ESI) 414 (MH*-CF s C00H) 

mmM3 4. CN- T7- -l-^^/V- 6-^-^y-8- 

(b°^7^v-i — rvw) -6- 7-e?tKp-iH-^y-2-^] ^ 

25 ^ f-flstf y f ^ 1 -^^v^^x/^ mmm.*m^xmMm sot 

^IB^^ 3 . 1 6 m g 3r#fc 0 
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MS afe (ESI) 374 (lflf-CF s COOH) 

ffltwas. jR) -l- r?- 

-r_ (b°^7^^-l-^/V) -6, 7-S?b KP- lH-^y ^-2->f/U] 

^ 0 . 7 4 m g Sr#fc 0 . 
MS Ve (ESI) 414(MH f -CF 3 C00H) 

gj j36, 2-T7- ( 2-^^V) -l-^^V-6-^y-8- (bf 

io ^v^^-i-^^v) -6, 7-^tKp-iH-y!)y- 2-w-;;] t" 

•gHfel. 2 0mg%#fc o 
15 MS Ve (ESI) 388(Mir-CF 3 C00H) 

gg1fc0!l3 7. 2- T7- - i-^^-6-^y-8- (b° 

^^y-l-^V) -6. 7-^tKP-lH-/ 'Jy-2-^7^] - 

20 r^/^y/f;^^ 1 ^^ aotttfcJlvvcafcJSfli 3 o t 

aUBflS-a* 1 • 1 8 m g £#7^,, 
MS Ve (ESI) 402(MH*-CF S C00H) 

mffiM3S. (S) -2- T7- (2-^=^) - l -^ ^/V -6-^y 
-8- (g^S^-l-^f/U) -6. .7-^KP-lH-^ 'Jy-2-^ 
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%)2. 3 8 m g £#7c 0 

MS m/e (ESI) 402(MH*-CF 3 CO0H) 

attt jaan. (s) -2- r?- 

5 -R- (tr^9^-i->f^ -e. 7-^ KP-iH-/yy-2-^v 

HWJ3 0 (Il&V^ V^^^VVa^TVV affiMtt^fflV'**^*? 0 fcL — 

4b<g-& 0 . 7 6 m g =§T#fco 
10 MS Ve (ESI) 374(MH f -CF 3 C00H) 

^jfefill4Q. 3- [7- -l-^ ^/V-6-^y-8- (fc° 

^c?^-!-^^ - 6 , 7-^Kp-iH-/r/- 2-^7>;;] ± 

15 77^^xf;l/X^T^ ^^ffiV>T^J6^J3 0 ilf|C«iil> SSfB^ 
^ 0 . 8 5 m g £r#fc 0 
MS a/e (ESI) 402 (MT-CFsCOOH) 

gglfcfli] 4 1 . 7- (2-^^) -2- (2-Jih^^^/VT^y) -1 
20 > b 9 

4 _ [7 _ (2— ^^n/V) -2-^PO-l-^f , ^-6-^^~ 6 ' 7 

-^tKn-iH-^yy-8-^;v] tr^9^-i-*^*^ife' 

/Vcn^^H 0mgl:l-^^-2-^oy K^O. 15mll«U 2- 
b^cnTTVTS ^2 0 m 1 SrJP&fCo 8 CC^tT 1 2B#M8l#Ufc^ ft*. 
25 h y ^tf^WBO. 4 0ml 
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fc„) KiTHMttU «flWb^6. 9 5mgSr#fco 
MS V« (ESI) 374(MH + -CF 3 C00H) 

^1fe#l4 2. 7- -l-^^/V-2- fre/H EP^- 4->f 
5 ;y) -8- (^=7^-1-^^) -1- 7-S?KKP ^^-6-ty L 

zm^xmnmi 1 £ i^nu^su ^ta^-a^ 7 . 3 1 m g 

MS m/e (ESI) 372 (MH f -CF 3 C00H) 
10 ggffigflU 4 3. 2 -^y^;V7 (2 -zf?-—AA - 1 - ^yW- 8 - 

(^7^-1-XVV) -1. 7-^tKP^Dy-6-t^ ±2LZ2k*B. 

5 yfcfflv^tlitfl 4 1 t PMSI^SU SflBffr&fc 8 . 4 0 m g Sr^fc 
15 MS (ESI) 392(MH*;-CF3C00H) 

mmm\4 4. 1- [7- (2-y^w) -i-^^ w-6-^y-8- eg 
^^v-i-^/v) -e. 7-^bKP-iH-^'jy-2-^ ] tr^ys? 

^»J4 1^*5V>T, 2-^ h^^^VT5>'S:fflV>5^»)^y=^= 1 
20 f-y*xf/w*^f/i/S:ffl^'CSa(lW4 1 fclHH»fc*!HaU «He-ffc^7. 4 3 
m g 5r#fc„ 

MS Ve (ESI) 442(MH + -CF S C00H) 

gjffifli] 4 5. 2 - (N-^v?/Vp< 5 / ) - 7 - ( 2 - 7±~M = 1 

_^, v _ 8 - (fcV<^y-l-^) -1, 7-^Ko/ 'Jy-6-ty 

25 h U 



WO 03/104229 



141 



PCT/JP03/07010 



^*jjvt % is&m^xrnmm 4 1 1 mufcwmi^ mm^m 2. 3 8 m g * 

MS m/e (ESI) 406 (MH*-CF 3 C00H) 

^1fcfltl4 6. 7- (2--7<?~M -2- (4-^PP^ ;V7?;) -1 

5 - * f-A,- 8 - (fcV^^-l — T/v) -l. 7-^tKp^yy-6-^y 

^^S^T5^£JlV^^l;!i&M4 1 ^II^IU, ^13^^12. 8 4m g& 

10 MS nfe (ESI) 426 (Nflf-CF 3 C00H) 

^^147. 7- (2-:/^;V) -2- (4-^S^V^V7$;) - 
! _^^_ 8 - (fc%<7^-l — T7V) -1, 7-j?U'P ^y-6-t 

15 3 . 7 7 m g 3r#fc„ 

MS Ve (ESI) 422(MH*-CF 3 C00H) 

gfe1fc#l4 8. 7- (2-^^V) -l-^/U-2- (2-7^^/Vcn^/V 

•rsy-) -8- (^7^^-i-^/v) -l, 

r s: ^st^-chmm 4i t mmz%mv, ww.fc&yo 2. 1 0 m g &^/c„ 

MS Ve (ESI) 406(mT-CF 3 C00H) 

jliiil4 9. 7- (2-^^/V) - l-^f-;V~2- [N - (2-7^^/V 
cc^/M ^^/VT^yl -8- (tf^v^-l-^^) — 1, 
25 r/-6-^y b !) 7;VtPilt 
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y^^suT^^&m^xmmmiitmmfctimi,, w&{b&to2. i7m g 

MS ale (ESI) 420 (MH*-CF 3 C00H) 

^ife^ii 5 o . i- [7- j2=7±~M -l-^^-e-a-^y-s- ( tr 

g -6. 7-^tKP-lH-^gy- 2->f/i/1 tf^y^ 

mx-f-j^xT/v&m^xmMmi 1 tuii^ii/, anBfk^4fe2. 9 3m g 

10 MS Ve (ESI) 442(Mir-CF3C00H) 

SfetfcfillSl. 7- (2-^^V) (t°^7^ -l— f 

^ _ 2 - (^y^>—2-^^^ 7 vT$y) -1, 7-^tKP^yy-6 

15 ^/UfcT y 5?VSrfflV^««|4 1 iP^l^Sb. *SBfl2-^4*l. 6 2mg& 
MS (ESI) 393(Mr-CF 3 CO0H) 

gMLs 2. 1- [7 - (2-^^/w) -l-^/v-e-shfry-s- (tr 
^93^-1-^) -6. 7-^Kp-iH-^'jy-2-^f;w] tv*ys? 
20 v— 2 — ^^^yfej^^^^^ b 2 ^v^pffElfeifi 

^^,v;n;*vv^£:fflV>T^lg0y4 1 SHaffc-^* 0 . 9 7m g 

MS V« (ESI) 442(Mir-CF s C00H) 
25 tMJ5 3. (S) -1- T 7- (2-^-;M -l-^^V-6-^#y 
_ 8 _ (bV^i^-l—QV) -6- 7— KP-lH- ^y >-2->T7V] 
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y t-^;vx^f/w^vN-c^«0ii4 i fc«^m *aa<b«&*4. 07 

5 MS Ve (ESI) 400(Mtr-CF 3 COOH) 

mmm5 4. 7- - 2 - vx-^jvt 5 y - 1 - t< ^vv- 8 - 

(tV^S^-l — (Ad. — 1. 7-^h'p^!)y-8-t^ F'J7;vtP 

10 5 >&m^xmMM 41 1 ^ii^iu, awaflsg-* 2 . 2 4 m g zmfro 

MS Ve (ESI) 358(Mir-CF3C00H) 

gjjfeffjl 5 5. 7 - ( - 2 - (N-Ji^V^ ^/W7 ^ ^ ) -- 1 - 

^^7V-8- (tf^v^- 1 —f/V) -1, 7-i?t:KP^!>y-6-ty h 

y y/u&vmmm. - 

15 mM&\4 i\z.$s\^Xs 2—^h^^^T^>^m^^t>y)\^-^^ 
* *f-?\>r % ^zm^xmrnw 4 1 t mmfctim u ^fa-ft-^ 3 . 27mgSr# 

MS Ve (ESI) 344(Mir-CF3C00H) 

mmm5 6. (r) -1- [7- (2-^=^) -1-^^-6-3-3^ 

20 -8- (tf^it^-i-JM -6. 7-'^b Kp- 1 H-ZfV 2 — lW] 
£SJfe0!l4 lfc&V^ 2-^b=3rv'^^T5>'^ffiVNS^(9^ (R) - = 

^'^is&K'f-A'^xTA'&m^xz&mA 1 fciBM»K:«aiu Wfa^^o.- 

8 7 m g £r#fc 0 
25 MS m/e (ESI) 442 (Mir-CF s C00H) 

g|jfe^J5 7. (S) -1- [7- (2—77-~M -l-^f;l/-6-^y 
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-8- (^^-l-f^) -6. 7-3?fc Kp-lH-^!)y-2-^f;v] 

u 3 - ti i/M*- ^vkc h y ~7 jv^-xi^mM. 

H»>|4 1 Kl^T, 2-3^ h^^^^VT5^tr^V^2.ftfc>«? ^ (L) -=> 

5 9 4 m g &r#fc e 

MS (ESI) 442(MH + -CF 3 C00H) 

gjjfe^U 5 8 . fN— [7- -l-^^;V-6-^y-8- 

(fcV7^y~ l ->f AO -6, 7-^bKp-iH-7 p 'Jy-2-w , ;H ^ 

MS Ve (ESI) 355(MH*-CF 3 C00H) 

mmm 59. 1 - ( 2 -^~ao - 2 ->r y^g tr/^r ^ / - 1 f-^- 
15 8 _ (t^^^-i — r^v) -1, 7-s?fc Kp-^y hy^/v 

4- [7- (2-^^/V) -2-^PP-l-^f/V-6-^y-6, 7 

; wx^r^6mgS: 1 ^A- 2 - fcfd y K^O. 15ml KKSt; >f V:/ 
20 P^75V5 0Ml^Mfc. 6 OX:\ZX 5mm$tWVit&, 

s b y /u-*3R^swa (o . i % h y r*** mm&&) &jsv^c 0 ) fc-ciMttu 

flllBflS-gHlSj 2 . 2 8 m g 2r#fc 0 
25 MS m/e (ESI) 344 (Mir-CF 3 C00H) 

tteMeo. 7- La_g[±=^ - (tf^ v>^^-i — r 
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)V) -2- (try ^-2-^7vr$y) -l. 7-i?bKp/'Jy-6-^ 

4_ [7- (2-^^=^) -2-^tJn-l->f/V-6-^y-6, 7 

-^t KD-iH-y!)y-8 — iw] tr^^- i-^/v^^ t-zf^- 

5 ;HXf/V6mgS:l -^f;V-2-l?B y K^O. 1 5ml «fi?U 2-T 
fy v^^5 0 ai 1 Sr^JP^fCo 1 1 Otmt 1 2^raSI#Ufc^ a«Mf*tr 
BfctttttTR*S3ft«r»l6L;fc.. -OM&r h 0 7/l/tai»0. 4 0ml 

(Tir h~ h y JV-ymm&M (0 . 1 % h y ^/v^n^M^T) SrfllV^.) 

io xmmv s mm<k&®o. iom g sr#fc 0 

MS Ve (ESI) 379 (Mlf-CFjCOOH) 

15 4- [7- (2-^-^) -2-^nn-l-^f;V-6-t^y-6, 7 
-i^t Fp- iH-7"y y-8-- <AA M^if-y— i — jfr/uj^Bft t-zf^- 

;HXf^6mg Sri -^^V- 2-tfa y K>-0. 15mll:j^|U y 
yiOOM &An*.fc. l l OiC^T 1 2^a#Ufcm, «*jtf^«r!fe*#lt' 

■= h Vfr-im&Wim (0. 1 % b y ^vtf-uBHfc^) £ffiv>fc 0 ) fc-cHBKU 
WflBflS-d-l* 3 . 2 3 m g £#fc 0 
MS mte (ESI) 378 (MlT-CFjCOOH) 

«igll6 2. 1- [7- (2-^^V) ~ 1 ^VV- 6 -^-^y~ 8 - (b» 
25 -6. 7-^tKP-lH-^gy-2-^] tf^y^ 
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4 - [7- -2-^PO-l-^^-6-t^y-6, 7 

-i?t Kp - 1 H-/!l V- 8 -'f A-] 1 —XA'tfl/tiL t-zf=f- 

;H^f^ 6 m g ^ 1 f ^- 2 - o y K V 0 . 15mll^U cr^a 
fy^xf;Vx^f;W2 0 /* 1 ttifc. 8 0°C^T 1 2B*IH!»#L;fc|&, ffiX ' 

5 tfx*»k%ttvxRi&m*mn^ito zamt&^fs-A'O. 20mK sn 
-7K«-fb^ h y ^atk^o. 20ml fcis#ufc.Mic-c Bftrnm^itot* 

^57^- (T*h=hP/i'-**IMWi (o. l%hy:7;v:*-nB*Sfc£^r) Sr 

io m^-to) fcxnm\s. mmfc&wi. 9 2m g » 

MS (ESI) 414(Mff f -CF 3 C00H) 

§jj63, (R) -1- [7- (2-7?-~M 

-8- (fcV^v^-l— fW) -6. 7-^bKP-lH-7'Jy-2-^;>] 

— i^t kci — i h— ^°y 8 — -Y ^^•y^-i-^jj'v^m. t 

20 mfe&=z<?S — ^0. 20ml, 5N-7K^b^hy V&foW&O. 20mlt 

m& ufc„ sii^t 5 f$fig«# ufc^> m # * ft tfx Rj&m&im u?c 0 

(0. l%Ml7;vtPimf) Sr^v>^i 0 ) fc-c»»»U «1Bfls£*3. 4 2 
25 m g £r#fc 0 

MS Ve (ESI) 400(Mir-CF 3 COOH) 
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mmme 4. 2 - C7 - {2=7±=M -l-*7jV-G-**rV-S- (fc° 
^^•y-l-^M -6, 7-'^b Kt3-lH-7"y /j 7 s 

5 DL-77-^f;n^7/v 4t®5i£«rfflv^mg^ 6 3 ^IQilcMU * • 
IB-ft;^ 1 . 1 2 m g Sr#yb 0 
MS afe (ESI) 374 (MT-CFjCOOH) 

/W) -2- (b°yi?^-2 — r/V^^V^-^r^) -1. 7-^h'P^py-6 

10 hV n gEMifc 

4- [7- (2-Z??-=-JV) -2-^nn-l-^f;V-6-t^y-6 > 7 

-^t KP-iH-zyy-s-^v] ^7^-i-*;^yi t—^f- 

^x^f^e mg ?r 1 - ^ f 2 - tfo y K^O. 15mlHi$U tfyt? 
y-2-^;^^;-;V2 5n K >fc#fb-*- h y * A 5 m g SrJn^fc 0 M.fcT 

xft&m#?v* hy??^— (r± h= h y/i'-zks^awB (o. i%m)7 

^pSM^^T) SrfflV^o) t-T*»KU W^fc^O. 5 8mg^#fc, 
MS Ve (ESI) 394(Mir-CF 3 C00H) 
20 ggjj&0»]6 6. 7- (2-^=^) -2-^y7 P P7H^^-l-^^/t — 8- 

(tf^7^y-i — ivv) -1, 7~i?tKp^Jy-6-ty hy^yv^-p 

4- [7- (2-^=/V) -2-^Bt3-l-^f;V-6-t*y-6, 7 
-i^fc KP-lH-T-y >--8-^T/V] fcV<?$^— l-Jfr/UsflS/'Ifc 
25 ;n^f;V6mg 1 — * 7* A*— 2 — tfn y K^O. 15ml|:^U 'f^ / 7' 

10 ml. 7&mi\tfr Y V !>A5mgS:Mfc, tHKt 5 l*IB!» 
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w b it^Rnsm i-mumtT >-^~?j» ^mm *m N mm^ ^n:xttwb, 

)V-immm (0. l%fy7^tn^f) $rJBv^c 0 ) JdTJitMb, «|B 
5 it^-m 2. 6 8 m g 3r#fc 0 
MS w/e (ESI) 345(MH f -CF 3 C00H) 

HIS^J6 7. 7- (2-Zf^^M -2- -1-^ 
^—8- 1 ->f ;V) -1, Ko/y fy 

-^m^xmmm e 6t mm^xmu umt-^m 3 . 4 0 m g £#fc 0 

MS Ve (ESI) 355(Mir-CF 3 C00H) 

gHfeffi!6 8. [7- ( 2 - y=f-=-M -l-*°f-;V-Q-**y-8- (hV< 
vv^-l-^/i^) -6. 7-^t Kp-lH-/yy-2-^;^i/77^;v] 

4- [7- (2-^^=/U) -2-^Dn-l-^f;V-6-t^y-6, 7 

-^tKP-iH-/yy-8-^;v] tr^s?v- 1 t-zf*f- 

fc 0 mmmznm^. nmz h v z7^nmmo. 4 o m 1 tog*§?u mmx* 
vsis-7k%k®nft (o. i % h y ^^pBWt^^r) &m^tt 0 ) kxnmv< m 

mik&!%>4. 8 3mg?r#fe 6 
25 MS Ve (ESI) 391 (Mir-CF s C00H) 

mmM6 9. 2- [7 - (2-^^/1^) -l-;t^vV-6-;*-=¥y-8- (b° 
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-6, 7-^fcKo-lH-/J>-2-^;^77 = 

svjjzfvzfTi if^m^^^^T^m^xmrnm 6 8 t ^tML, ^ib 

5 4 . 3 0 m g £r#fc 0 

MS Ve (ESI) 419 (MH*-CF 3 C00H) 

%W$\7 0. 3- [7 - (2 ~ 1 — 6 -t^y- 8 - (tf 

^i^-l-^VV) -6. 7-^bKP-lH-7 , !)y-2-^^;V77 = 

sisjjz? h -fx* ^^m^^^^T^m^xmMme 8 tmm^mv, mm 

it&W 3 . 7 5 m g £r#fc„ 
MS Ve (ESI) 419(MH f -CF 3 C00H) 

7 1. 7 - ( 2 -r/^-^U) - 2 -xf;yx;V7 r 1 - ^ 

15 8- (fc'^7^-1— Ov) -1, 7-^bKP7°yy-6-ty F y 

ju&m^xmmm est mm^m u nm^s-m a. 7 0 m g £#fc 0 

MS Ve (ESI) 347(MH f -CF 3 C00H) 
20 mmM7 2. 7- (2-^f-^V) -2- (2-tKP^>xf;V^77 = 

Q-^r-y H)7^tPiiffi 

6 8fc*5lvC, ^/>*7 B h^^^-/V^^7 l /V^V>Sf^fc>«9}C2-^ 
jVUzT bxjr; -^^^V^THJife^J 6 8 t l^tlfc&SU ^|B<fb-£% 3 . 5 7m 
25 g §r#fco 

MS Ve (ESI) 363(Mir-CF3C00H) 
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jBKS0«7 3. 7- (2-7?-— A?) (tf^7^^-l~^ 

/v) -2- (fc°y ^y-2-^;^;W7r^) -1. 

5 fruzr v tr y i?y4iv^» 6 8 1 pfi^at, #fB^-g^ 4 . 6 6 m g 

MS (ESI) 396 (MH*-CF 3 C00H) 

^jifcfflj 7 4. 7 - ( 2 - !7*^/V) - 1 - ^ ^yV- 2 - p< ?Vl^/>7 r 

8- (if^^^v- 1 -^r/v) -1. KPT'yy-e-ty mj^v 
10 tPUM 

p« /u* ^ >- (30%, ^ y — V#»0 Srffl WT ISffiftl 68i: HWcMa U 
^12^^)4. 0 8mgWc o 
MS Ve (ESI) 333 (MH*-CF 3 C00H) 

15 ^jj^il 7 5. 7 - ( 2 -zf*?-~/U) - 2 -v^ p^^^V^^T 1 1 - 

;*^vV-8- (tf ^7^-1 -^)-l, 7— v't: Kp!/U h 

y ^va-nf^^ 

^drf-^sf— ^^ffiVNXH»J 6 8 ^WIL, ^lS^-a-^14 . 1 3 m g 
20 <Sr#fc 0 

MS nje (ESI) 401 (Mlf-CFsCOOH) 

H»J7 6. 7- (2-^rvV) - 2 V 7°P bVW*^;7 r 1 - * 

^;l^-8- (b:°^<7^V-l-> -1. 7-^t: KP^y h 
y 7}V$ruWWkM. 

25 4- [7- (2-^^=/V) -2-^Pn-l-^f;l/-6-t*y-6, 7 

Kb- lH-^y ^-8-^r/v] ^7^-1-*;^^ t --ff- 
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y- 2 — /v thy^Ati5m B &*p;u •mmc-x 5 ^pwa#bfc 0 s 
»ta (0. i%hv^^^mm^) srfflvNfc 0 ) fc-cnwtu ^fa^^4. 

5 6 m g 5r#fd 0 
MS Ve (ESI) 361 (MFf-CF 3 C00H) 

mifcM 7 7. 2 - t T 7 - ( 2 -Zf^-^V) — 

10 /v-8- (t'^v^-i — w - i..7-^bKP7 , !)y-6-t'y by 

\Z.$m U ^iB-fb^ 2 . 5 8 m g 2r#7c 0 
15 MS V* (ESI) 375(MH + -CF 3 C00H) 

%flSM7 8. 7- (2-^=7V) -2-^7^^^- 1-^^-8- (t? 

^M7 9. [7- (2-^^/W) -l-^^V-6-^-^y-8- (^°^ 
20 ^^V-l-^/V) -6. 7-^fc Kp-IH-^U ^-2 — f/W^V^r—zV] 

iem f y 7 p ffiWM. 

4- [7— (2 -y^— ^) -2-^PB-l-^f;V-6-t*y-6, 7 
Ka- 1H-/U ^-8-^^] fc°^9i^- 1 -^/l^V^ t-:/^ 
;Vx^f/V6mglrN-^ Wo!) KVO. 15mll:ttU ^^^^hg^ 
25 ^^v^*7vV2 0 /t 1 > Jftg* 5^6mg *Mx.fz 0 tStt 5 B^Rfl^ 



WO 03/104229 



PCT/JP03/07010 



152 

#hur vtc 0 r <Dnm*^# j —a? o . 2 0 m u 5 n —Kmc* y v v 

ttT£J«£2gi^Ufc 0 h y 4 0ml fcl}§fl?U ^ 

5 h~ h y )\<-imW$® (0 . 1 % h y Sr^fc) l^TffiiSl 

U 7- (2-^^/V) -2-^^^h-l-^^^~8- (fcV^^- 
1 -^ f ^)- li 7 _$? t Ka^y ^- 6 h V 7;^o^t [MS ale 

(ESI) 319 (Mir-CF 3 C00H) ] £0. 9 6 m g , [7- (2 - -f^^-JV) *f-)V 
-6-^y-8- (tN^^V- 1-^) -6, 7-i?tKP-lH-7"!J 

10 y-2-'fA'^A'7rs*] ftl (>P7;vtoillt [MS Ve 
(ESI)3770ffr-CF s C00H)] «:0. 6 1mg'#fc. 

g!M8Q. 7- - 2 -y^)Vy ^ 1 ^V- 

15 4- [7- (2-^=/V) -^^V- 6 -^y- 6 , 7. 

Kn- lH-T'y hX7^y-i-*;^y^ t—^f- 

2 o ^ u ^tSfc* y «7 ^ 6 m g SrJn?u mj-t 5 B#fS»#Ufc 0 

20 Ufeo roa^^Pn^^yO. 3 0ml -78tOTtfc. 

25 *xf*ibte (o. i%hy7;^p^f) &m^fr 0 ) m-c»»u 

I&0 3. 2 1 m g <Sr#fc 0 
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MS Ve (ESI) 363(Mir-CF s C00H) 

mmmsi. 7- j2^z2±=Jkl - 2 1 8- ■ 

- (xf^V^-l-JM -1. 7-i?i:'Ki3^yy-6-ty HJ7;^t 

g 4 _ [7- (2-^=/V) -2-^BB-l-^f^-6-W-6, 7 
-??t KP - 1 H-^P V- 8 A*] If^J&ZS— 1 t— 7"^ 

/V3i^^/V6mgSrl-^^- 2-trn y K^O. 15mli:g#U 
f-^—;V 20/i K iKSft* y ^ ^ 6 m g ^JPx., MICT 5 l$|RHft# Ufc„ 

10 bfc 0 r<Z>^?g£ri^cn^ ^o. 3m'l Ci»l> -7 8tl!iftSllfc„ - 
*L^xn-^nnifi5fcA#«l OmgSrKl*., -7 8tfctl5^, tfcWCO'CK: 

15 (0. l%hy ^jv^rumWt^m £rJBWc„) KiTMIU ^fBfb-a^l. 19 
m g 

MS Ve (ESI) 379(MH + -CF 3 C00H) 

gjjjfeffi|8 2. 7- (2-^^7U) -2-V7;-l-^f/V -8- 

i^^-i-^/v) -l, Kp^yy-e-d-y Fy7;vtp^ii 

20 4- [7- (2-^^V) -2-^no-l-^f^-6-^y-6, 7 
-i?tKp-lH-7!)y-8-'f;i'] tf^^v 5 ^- 1 — */u#^SI t—"7f- 
;Vx^f^8mg*N-^f;V^P U K^O. 2 m lfcl*gft?U i^TWUtM; 

/H-Tttmufco ^rae«risaiu 4- [7- (2-^^v) -2-^7;- 

S?:*'— 1— j&zvtfi/'Bfc t -T'f /wx^r/v- 1 4 m g Srffc, r 5 m g £r 
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.. - (r-fe Yvtv-ymmm (o. i%hv?ji'*vmwt$j?) sr^fcj 

MS w/e (ESI) 312(Mir-<:F 3 C00H) 

5 mmm8 3. i- - i -^f;v-6-^y-8 - 

i— ^/uo -6, 7-i?fc Kp-iH-^yy-2-j(?^w K . 

a) 4- [7- -2.--tuv/^>( )V-\—*=?-)V-§-Jr*rV 

-6. 7-S?t: Kp- 1H-/!) V-8-^^1^7^^-1-^^^ f 

10 4- [7- (2-^~>V) -2-^nta-l-^^U-6-^-^y-6, 7 
-i?t Ka-lH-yyy-8-/f;v] fcf^^^V- l -%A'i$lsWt \—"7 e J' 
/Vai^^/H 7 6mgl:N-^f;H^P!J Ky2ml«U i/TZ/fc~rhV 
!>A10 0mgl:M, 5 0°C(C1T0. 5 R#ra»#bfc„ ^J&l&KlTkSri&fl*:, S£ 
^^/V^TttWbfdo ^jl«*gU 4- [7- (2-y^=/V) -2-^ 

is r;-i-^^-6-t^y-6, 7— kp-ih-^u 

tf^^i^^- 1 -^^v^^^ t-/f;Vx^fM7 0mglr#'t. 

9 8mg ^T" h7t KP77^3mK ^^;^2mli^iU 20%T^ 

^^TtR^O. 5 m 1 % 3 0 %mmibfrm7k0 . 5 m 1 Srilljts M^TJl** 

k:t»»u mm^^-^ ? j —A'&mftwx v > ^iBib-a-^ 7 7 m g 

'H-NMR (CDCI3) 

6 1.49 (s, 9H) 1.83 (t, J=l. 2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 (m, 4H) 
25 3.95 (s, 3H) 5.01.(d, J=2. 4Hz, 2H) 5.54 (br, 1H) 7.61 (br, 1H) 

b) 7- (2 - y^-A-) - i-y^-e-a-fry-8- (tv<9i?v-i- 
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-6, 7— 5?fc Kp- 1 n-zfP ^-2-fj;Vi$*i-y-% K 
4- [7- (2-^^=/V) -2—i3/V^^/U- 
6, 7-i?t K»- 1 H-^U V-8 ->f /u] 1 -^^yR t 

-^^vVo^tvW 77mg^MJ 1 m 1 U flMfcLfco ■ 

>V ( 5 : 1 ) £ 9 WS&fb-a* 4 9 m g 3r#/c 0 

^-NMRCCDCIj) 

6 1.83 (t, J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 3H) 
4.98 (s, 2H) 5.57 (br, 1H) 7.65 (br, 1H) 
10 ^»J8 4. 7- -2-%/Utf3cis- 1 -ff-jV-S- 

^7^^- 1-4 jv) - 1 , 7— Kta^U ^-6-^ h!J7;^n^ 

gljfeff] 8 5. 7 - ( 2 - 37*^-^) - 1 -pt ^/V- 8 - ( \f^<y 1 
;V) - 1 , 7 KP7°'J 6 —it^ b g 

15 4- [7- (2-!7*^=,V) -2-#/W^-f/V- l-^^/V-6-^y- 
6, 7-v?t Ku- 1 H-ZfV >--S-s(jV\ fcX^v 5 ^- 1 — J&JVtfi'gft t 
— ^^Wcn^^/H 2. 5mg?:7 h7t ^077^0. 3m U ^^/-^O. 
2mlfc*iU 2N-7fc^^hy«>A0. 05ml£r#n;i N 5 0^it2lt 

20 «E«r3SMB5!lilE3i»#^B^ h^77^-(7t h= N V JU-^^mm (0. 1% 
by7/UtniS^f) fcTflSflSiU 7- (2-^=;V) -2-* 

A'ttl'— 8 — {V^&ls-l-^fls) -1, 7-i?tKa7°y 
^-6-^"^ hy7^tP^t [MS Ve (ESI) 331 (MIF-CF3COOH) ] 0. 4 
4m g> 7- (2-y^=/V) -l-y^V—8- (fc> -<9 S^- 1 —4>V) - 

25 i, 7-i?tKo^yx-6-*y h v yj^ummmun-mRicdci^) s i.si 

(t, J=2. 4Hz, 3H) 3. 54 (br, 4H) 3. 63 (s, 3H) 3. 83 (br, 4H) 5. 02 (s, 2H) 8. 20 
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(s, 1H) ;MS m/e (ESI) 287 (Mir-CF s C00H) ] 6. 4mgSr#fc, 

EMMS 6. 7- (2-^-^) -2-* b 3r'>- 1 - ( 2 - 7 ^-JV^M 

a)2, 2-^f^P^/l 2. 6-i^fry-l-(2 

5 - 1, 2. 6. 7-fb9tKP^yy-3-^1 ^f^a 

2, 2-l?*?-A&V tf^Sfc C7-' <Vi?/V-2, 6-^y-l, 2, 
6, 7—7- h7t Kn^U ^— 3— ^f;>xxf^5 0 Omg, 2-^d^E- 
ai^-A^O^VO. 3 8 ml, jS*R»#y?^3 9 0mg, N, N-^^VV 
10 *M7 5 K 5m 1 <DW&m* 5 0 t:<D?ft?S* 2 n#KMM*#Ufc. SJs&«'«rBlF' 
Wtx-f-A'y **r?fi&mu ^JI^tK^ <WMfeltefc*v\ MicflfcH-^^^^A- 

m g ^#^0 
'H-NMRCCDCl,) 

15 5 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s, 2H) 6.11 (s, 
2H) 7.17-7.40 (m, 10H) 7.54 (s, 1H) 

bj 2. 2-^^;^^^ [7- (2-^^yV) -8-^PP-2, 
6 _^^-dry-l- (2-7^=/V^^V) -1, 2. 6. 7-7h7tKP^ 

20 2, 2-^^/^^ t^Vlfe [ 7 -^Vi^V- 2 , 6-v ? ^y-l~(2 
-7*~/W*^v)-l, 2, 6, 7-fh7tKnyyy-3 — tVV] ^fvv^ 
^7;V540mg, 1 0%^7^7^|5 Omg, @^ 8 m 1 -SrM. 
T?7K*#ffl»T-ft»#Ufc. ^»£5iaLfc««JEaH8U B«4l0mg 

25 Z<Dmt&±M, 1 2 -l/^O. 15mK !?i»3 0 

Omg,N,N-^fW;VA75 K5m 1 (Oia-^Sr^fi-C 2 ^flW»#Ufc. 
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-r^*^^AT?«BMft, KEEMU Wm± 7 OmgSrUfc. 
iWi^^l, N-^nD3/^^5Kl8 0mg, N, N-v^^f^^A 
7> K5ml ©Jl^Sr^at? 2 Ufc S/£$?t- 1 ^/^^WBtT h V 
5 «>^7X^O. 5mlttx.fc^ Bfflfc**-A\ TKT'ttmU fi& 

•frf** J&SMfc VXmWZ&& 3 8 0 m g <Sr#fc 0 
ty-NMR (CDC1 3 ) 

8 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.11 

10 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 

c) 4- [7- (2-^rvV) -2. 6-v^^y-l- (2-7^~A^ 
*f-jV) -2. 3. 6, 7-rf7bKP-lH-yjy-8-^;H g^gj£V 
- i yj t - -f^-jv^.^^ 

2, [7- (2-^^v) - 2, 6 

15 -i/fr^y- 1 - (2-7^=7V^/V) -1, 2, 6, 

1/-3 — fA-] ^f;Vx^f/V3 8 Omg, lf^7^y- 1 — */U#^fift t- 
^f;Vx^f;l/4 6 Omg,N-^fKB y K^O. 5ml O^l^Sr 1 5 0*C 

20 ^/^^ (i/i) fc$§fl¥u 'j>&<o$']}ij#j\s&mvxz>m, mwt^f- 

(1/1) T?i5&v\ i5fct^fo^TiffS«b > HS570 

m g £:#fco 

&mit1- h!>#i»33mg SrSn^L, 3 O Lfc 0 ^^^^ 1 Nl® 1 

25 m 1 SrJpifcts SBB^/K ^-ettlWU *«*iSr*ft* ISffcfel£z[c-Ci5fcv\ 
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1 H-NMR(CDC1 S ) 

5 1.50 (s, 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br. s, 4H) 
3.56-3.62 (m, 4H) 4.15-4.22 (m, 2H) 4.87 (q, J=2Hz, 2H) 7.18-7.35 (m, 5H) 
d) 4- r 7 - ~2-^PP-6 -^-^r-y- 1 - (2-7j. 

5 =DV^)V) - 6 . 7 - K jg - 1 H- 7" V Is- 8 — f /W] S?^- 1 - 

A- 17- (2-zf'?~M - 2, 6—i?*r<*}/—l- (2-7ai=./V3i^/V) 
-2, 3, 6, 7-f h?tKP-lH-/yy-8-^V] ^7^/-l- 
*/U#^Bft t -^^/Kx^TVV 2 9 0 m g „ ^-^i^fi/flS V is 4 m 1 0>S&fr4ft$r 

io 1 2 ot©iM s f&mtimmw^fro rjs**weewsu m&*T v ? t k 

D77y5mll«lt rtD?£M£ s r^-t-7*f/V2 5 0mg % 

fP^*.*^ b y ?A;fc?gfKl 0ml, fh7t h**79^1 0ml 

fc, ac^TJWUftas b«TLfc„ 3a&"C4l$|flJSJ£Ufc3K I»»^"e«ltii r . 

15 mfe* 3 0-5 0 y # 7A^P7^77^f 

sSr*5£fcV\ ^V^T?5 0-1 0 0%^^/— 
W £ fcV\ 6 0 m g £#7t 0 

^-NMRCCDCls) 

5 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.10-3.16 (m, 2H) 3. 40-3.46 (m, 2H) 
20 3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m, 5H) 
e) 7- {2=7±~M -2-* h^-l-(2-7x=;Vxf;V)-8-(tr 

4- [7- (2-^=yV) -2-^BB-6-W- 1 - (2-7ai=/V 
a^AO -6, 7-v>fc Kd-lH-^y fcV^^V- 1 

25 t-^f;I/x^r;V-7mg, ^^^-^0. 5 m 1 <D&&h\ZftMttrt' 

hV?J» (6 0%ftTO lOmgSrM, Mt?2 05H*#bfc„ SJtSJRfc** 1 
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h y 7/u*pBI«0 . 5 m 1 SrJn^.aaftT? 3 0^j*#UfcH«»Ufc. 2 

0-80%^^;-^/* (o. i%M®^f) T?jS»ffi*9A^i3^f^97 

^-**5i*V\ aHBflS'fr*4. 3mg?r#fc. 
5 'H-NMR (DMS0-d6) 

5 1. 80 (br. s, 3H) 2. 85 (t, J=7Hz, 2H) 3. 28 (br. s, 4H) 3. 48-3. 54 (m, 4H) 3. 83 
(s, 3H) 4. 15 (t, J=7Hz, 2H) 4. 97 (br. s, 2H) 7. 16-7. 24 (m, 3H) 7. 29 (t, J=8Hz, 
2H) 9.08 (br.s, 2H) 

$mm 8 7. 7 - ( 2 flA - 2 -Jc h 1 - ( 2 -•yx.-tV^M 

io -8-(tr^<9^x-i->f^)-i. 7-s>t flffifett 

£dt0V 8 6e)l?^?/ — /K7>ft;b *) l'^^ 7 — /W^rffiV^-C^Jfefil 8 6 e ) t ID 
'H-NMR (DMS0-d6) 

8 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br.s, 4H) 
15 3.46-3.53 (m, 4H) 4.15 (t, J=7Hz, 2H) 4.25 (q, J=7Hz, 2H) 4.97 (s, 2H) 7. 17 
(d, J=7Hz, 2H) 7. 22 (t, J=7Hz, 1H) 7. 29 (t, J=7Hz, 2H) 9. 04 (br. s, 2H) 
Hjfe^!l8 8. [7- j2=7±~M -6-^y-l- 
/V) -8- (^7^^-1-^/V) -6, 7-^fP-lH-yjy-2- 

1 H-NMR(DMS0-d6) 

6 1.80 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.29 (br.s, 4H) 3.50-3.56 (m, 4H) 3.68 
(s, 3H) 4. 16 (s, 2H) 4. 23 (t, J=8Hz, 2H) 4. 99 (s, 2H) 7. 24-7. 38 (m, 5H) 8. 96 
25 (br.s, 2H) 

iii8 9. T7- (2-zf^-=^M -6-^y-i- (2-7^—^^=3- 
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JV) -8- (^7^^- 1 -6. 7-^KP-lH-7 , !Jy-2- 

fU£0!l 8 6 e) X* ? J —jv<Dftt> Viz-?}) <y^^;V^^T;V JfiMfcjftSrfflV» 

"C N m&t ux» y «>ASrffiv^Mj8 6 tmm^f&istco 

5 ^-NMR (DMSO-d6) 

5 1. 22 (t, J=7Hz, 3H) 1. 78 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 47 
(br. s, 4H) 4. 05 (d, J=6Hz, 2H) 4. 12 (q, J=7Hz, 2H) 4. 21 (t, J=8Hz, 2H) 4. 89 
(br.s, 2H) 7.17-7.35 (m, 5H) 7.51 (t, J=6Hz, 1H) 8.93 (br. s, 2H) 

mmm9o. 2- n- {2=t±~m -6-t^-y-i- (2-71^ 

10 -8- (tf*<9^- 1 -^/H -6. 

t \*xm&* y vj*&m^mrnm s e t mnfc&&vtc 0 

^-NMR (DMS0-d6) 

15 6 1. 79 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 52 (br. s, 4H) 3. 84 (d, 
J=5Hz, 2H) 4. 19 (t, J=8Hz, 2H) 4. 91 (s, 2H) 7. 02 (s, 1H) 7. 16-7. 40 (m, 7H) 
9.08 (br.s, 2H) 

mmm9i. n- [7- (2-??--m 1 - 

J-gyl/) -8- (tf^v^- 1 — f/V) -6. 7-^tKP-lH-^yy- 

20 2 — ivv] — n — >* ^wt ^ y ffiM^ *j-jv^^ fjv 

SfctfcSr/Blvt* ISSt VXmm* y !7i»&;BV^Uk0>j8 6 ilSlllMUfc, 
1 H-NMR(DMS0-d6) 

5 1.17 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.76 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.28 
25 (br. s, 4H) 3. 46-3. 52 (m, 4H) 3. 88 (s, 2H) 4. 09 (q, J=7Hz, 2H) 4. 27 (t, J=8Hz, 
2H) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br.s, 2H) 
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3HftflH9 2. T7- (2-7^~M -6-^y- l- (2-7*-^?- 
^ - 8 - (fcX7i^-l — Cik) -6. 7-^bKP-lH-7 > yy-2- 

5 6 kmmz&f&Vito 

! H-NMR (DMS0-d6) 

8 1. 80 (s, 3H) 2. 93 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 4H) 3. 72 (s, 
3H) 4. 20 (t, J=8Hz, 2H) 4. 96 (s, 2H) 5. 02 (s, 2H) 7. 20-7. 34 (m, 5H) 8. 87 (br. s, 
2H) 

io mmm9 3. i- (2-^^-^m -2- (2-t w^-^^b* ^) -1- 

-8- (b^7i?^- 1 ~^A0 -I- 

15 'H-NMR (DMS0-d6) 

5 1. 80 (s, 3H) 2. 88 (t, J=8Hz, 2H) 3: 29 (br. s, 4H) 3. 49 (br. s, 4H) 3. 71 (t, 
J=6Hz, 2H) 4.18 (t, J=8Hz, 2H) 4.28 (t, J=6Hz, 2H) 4.97 (s, 2H) 7.16-7.32 
(m, 5H) 8.90 (br. s, 2H) 

gg]frfeM94. 7- (2-^^/H -2-S^9vVT$/-l - (2-7x=i 
20 /V^^V) -8- {\f^^-l—< M -1. 7-i?bKP^^-6-t 

mm 8 6 iinfii^^ufco 

^-NJffiKDMSO-de) 

25 8 1. 80 (s, 3H) 2. 60 (s, 6H) 2. 89 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 
4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br. s, 2H) 
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9 5. 7- j2=2±~M -2-^pp-8- (tV<?S?^-l->f 
a) 4- [7- -2-^PP-6-t^ry-6, 7-i?tKP 

5 4- [7- (2-^=/V0 -2, 6-^PB- TH-T'y ^-8 — ( ?V\ 
80mg, i?^ f ;wx;v*^ri/ K 1 0 m 1 ©MSr, 80t©ait2 4HM 

Mmmwvtc Rj&m&m&t^*', *timu wass:*^ 

SfcV\ A^ffcJS^JE^Ufc, 5 0-70 

10 ^/^f-^Tf^-y *W7^^P^ h^77^-Sr*5rftV\ g^rc^/V 
-^1h^T?»*^UT«MBfl5'd*8 0 Omg^ffc, 
^-NMR (CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.44 (br. s, 4H) 3.56-3.63 (m, 4H) 4.94 
(q, J=2Hz, 2H) 

15 b) 7- (2-zf=f-M -2-^PP-8- -1, 

4- [7- (2 -Zf^—M -2-^PP-6-t^y-6, 7-^fcKn- 
lH-T'y ^-8 — 1W] tV^t^- l-tf/HflS'lfc t-7*f;Vx^f;V8 

26 77^- (r-fe h y/v-7K^»ffi (o. 1% hV-rjis^-ugmtt) Srffi. 

V^fCo) (CTiWMbx IBfl^^ 3 . 4 5mg£#fc 0 
MS Ve (ESI) 307(MH f -CF,COOH) 

-8- (tf^v^- l — f /v) -6. 7-7bKP7yy-i-^;^f;v] 

a) 4- [7- (2-^=^) -2-^PP-l- (2 -isTS ~ 
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6-a-^y-6. 7-i?tKP-lH-^!)y-8-^] tVg93?^-i-:ft 
4- [7- ( 2 - Zf^-=^JV) -2->?xin-Q-jr*y-Q, 7-i?tKD- 

iH-/yy-8-^;H ^7'^- 1 -jfr/^^gt t-^;n^f;H 

5 0 0mg,2-VT;^^Pvf K6 Omg^7k#c^# HA68mg, 
. n, N-^W;^7^ K l m l ©M^Sil-e4^raf #Lfc. £cj£#t 

bfco 30-50 %mwt^ s f-fl'/^*y- v y # 

10 h^77^-«r^^JfeV\ ^flEfb<a-$j5 OmgWu, 
^-NMRCCDC^) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.43-3.49 (m, 4H) 3. 58-3. 64 (m, 4H) 4.95 
(q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, 1H) 7.39 (t, J=8Hz, 1H) 7. 51 (t, 
J=8Hz, 1H) 7.71 (d, J=8Hz, 1H) 

15 b) 4- [7- (2-^^7V) -1- (2-j/7;^^/V) -2-^9^ 
T$y-6-^y-6, 7-^fcKP-lH-/!)y-8^;V] fcV<7i^ 
— 1— :frjnK^ife t -T'f^xxf/v 

4- [7- (2-^^V) -2-^pb-1- (2-i/T y-O-^V) -6 

20 5j?^ t -^f;H^f/V8m g „ 5 0 ^7 $ 2 O/i KN, 

N-^fMM7 5K0. 2m,l ©!B^Kl**l'0 2l»|IIJ|ffUfc. RJ&Wi 

&mm^/i', *^au «yi£r7ksfc, ^^^tk-c^o fc«»«g l*:. a 
ztt\,\ mm&me. 5 m g ^m^ 0 

25 ^-NMRCCDCls) 

6 1. 50 (s, 9H) 1. 81 (t, J=2Hz, 3H) 2. 73 (s, 6H) 3. 38-3. 45 (m, 4H) 3. 56-3. 64 
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(m, 4H) 4. 91, (q, J=2Hz, 2H) 5. 55 (s, 2H) 7. 07 (d, J=8Hz, 1H) 7. 32 (t, J=8Hz, 
1H) 7.46, (t, J=8Hz, 1H) 7.65 (d, J=8Hz, 1H) 

c) 2- T7- {£=2±=M -2-^^^vr$y-6-^-^y-8- (bf 

^S^-l-xQw) -6. 7— S?fc KP^gV-l Mi2Lg2klj^k^=-h 

4- [7- (2-^=/V) -1- (2->7/'<>'^V) .-2-^f^7 

l-^/VTj?^ t-^f;w^f;v6. 5mg^b!)7;^oi§0. 5m 1 
&JP*.X»#U ^tt*2 0^ftfc o S^Sr^U 2 0-8 0% 

io ^^y-^/* (o. i%mmm&m t»7A^^ 7 -r u 

^la-fb^ 6 . 4mgSr#fc. 
1 H-NMR(DMS0-d6) 

8 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br. s, 4H) 3.51 (br. s, 4H) 4.91 (s, 2H) 
5. 40 (s, 2H) 7. 04 (d, J=8Hz, 1H) 7. 43 (t, J=8Hz, 1H) 7. 60 (t, J=8Hz, 1H) 7. 83 
15 (d, J=8Hz, 1H) 8.90 (br. s, 2H) 

3afcflH9 7. [7- -l- (2->7;^/^ ) -6-*- 

^ y - 8 - (tf^v^-l-^rVM -6. 7j^fcJlPziliLz2l]L>^i2^ = 

20 fflV^M*^* y LTH»J9 6 UTO^-g^Ufco 

^-NiflKDMSO-de) 

8 1.79(s. 3H) 3.29 (br. s, 4H) 3.56 (br. s, 4H) 3.65 (s, 3H) 4.12 (s, 2H) 4.99 
(s, 2H) 5. 48 (s, 2H) 7. 10 (d, J=8Hz, 1H) 7; 50 (t, J=8Hz, 1H) 7. 65 (t, J=8Hz, 
1H) 7.92 (d, J=8Hz, 1H) 8.95 (br. s, 2H) 
25 mmM98. 2- [7- i2_zz7±~M -2-^^-6-^-8- 
(M^^-I-^M -6. 7-3?fc KP^g ^-\-4As**f-AA 
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i,xmmm 9 6 1 mmz&&LL,tc 0 

'H-NMR (DMSO-d6) 

5 5 1. 79 (s, 3H) 3. 28 (br. s, 4H) 3. 48-3. 56 (m, 4H) 3. 91 (s, 3H) 4. 97 (s, 2H) 
5.32 (s, 2H) 7.19 (d, J=8Hz, 1H) 7.48 (t, J=8Hz, 1H) 7.63 (t, J=8Hz, 1H) 7.87 
(d, J=8Hz, 1H) 9.05 (br. s, 2H) 

3l1fefli|9 9. T7- -l-V7/^f ^6-^y-8- 
(\?^*7z?i/-l — f/u) -6. 7-^tFP-lH-7 p 'J>-2 — (;v*;vy 
10 r=-/Kl @Eig;*^vvj^7vv M.WtM 

a ) 4 _ p7- (2— y^^/V) -2-^PP-l-V7^^^-6-^V 

15 m 9 6 a ) t ufc 0 

l H-NMR(CDCl 3 ) 

6 1. 49 (s, 9H) 1. 84 (t, J=2Hz, 3H) 3. 43-3. 49 (m, 4H) 3. 58-3. 63 (m, 4H) 4. 91 
(q, J=2Hz, 2H) 5.18 (s, 2H) 

b) r7 _ {2-zf?-~;v) -i-v7;^fA/-6-t»y-8 - 

20 -I-**) -6. 7-^KP-lH-^yy-2 — f;^;V7 7 ^1 l^t 

ji ^ g /v 

IBfrW 9 7 fcUSV^ HliM9 6a)X*^^tb^'a•^0^«9^-^ JllB^WJ 
9 9 a) T-# tlfrfc&m &m V , 9 7 H3« K^tfc bfc„ 

^-NMR (DMS0-d6) 

25 5 1.80 (s, 3H) 3.29 (br. s, 4H) 3.55 (br. s, 4H) 3.68 (s, 3H) 4.22 (s, 2H) 
4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br. s, 2H) 
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£^-1 — -6. KP-lH-^I>y-2-^ ^A'7Tg^] 
BEM;* ^g2k 

a) 4- ri. (2-^=/V) -2-^ P-6-t»y-6, 7- 

6a)-C2 -VT^y^PV-f K<£>ftfc>9 Id 1 -^n^- 2 
^-NMRCCDCls) 

10 5 1.49 (s, 9H) 1.80 (t, J=2Hz, 3H) 1.83 (t, J=2Hz, 3H) 3.40-3.45 (m, 4H) 
3.57-3.62 (m, 4H) 4.93 (q, J=2Hz, 2H) 4.98 (q, J=2Hz, 2H) 

b) fl. 7 -If* (2-^^V) - G - (fcT^ S^-l f*o 

-6. 7-i?t KP-lH-^D^-a-^W 7T^] gEg^^VV^:*^ 

15 ^S£M 9 7 Kl&V^-C, 9 6 a) -t?#bttfcfb^^f^^ 9 fc^ JilB^iS^J 

1 0 Oa)T?#kfr;Mb^£:fflV^ MMM9 7 t mUfc&I& U?*o 
^-NMR (DMS0-d6) 

S 1.79 (s, 6H) 3.28 (br. s, 4H) 3.53 (br. s, 4H) 3.67 (s, 3H) 4.15 (s, 2H) 
4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br. s, 2H) 
20 WillOl. 1. 7 -If* {2=7±~M -6-^y-8- 

— r/v) -6. 7 - ^t kp - 1 H-yg y- 2 -^ ^^ h D ^ aafc 
y ^^^VNTHife^J ioo tn^K-^ufco 

25 'H-NMR (DMS0-d6) 

8 1. 81 (s, 3H) 1. 82 (s, 3H) 3. 28 (br. s, 4H) 3. 56-3. 63 (m, 4H) 4. 95 (q, J=2Hz, 
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2H) 5.07 (q, J=2Hz, 2H) 9.04 (br. s, 2H) 

311*50)110 2. 1. 7-bT* -2-t h^jy-8-(H°^<9^ 

5 fflv^-c, T^mih-r h v vj±*MMt vxmmm 100 tmm^^t^o 

^-NMR (DMS0-d6) 

5 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br. s, 4H) 3.47-3.55 (m, 4H) 3.98 (s, 3H) 
4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br. s, 2H) 

mmMl0 3. [l-7H;>-7- (2-^^=/V) -6-^y-8- (tf 
10 ^Ztls-l-^M -6. 7-^tKP-lH-7 > g^-2-W^7Tg 

a) 4- [l-TU/^-7- (2-^^/V) -2-^PP-6-t^V-6, 

kp- lH-T'y bf^^^v-l-^^^M t 

15 9 6 a) -C 2 - iXT 7 ^i/^/K^t* W KO^fc "9 t-^bT y /I'&JE V^T 

»j9 6a) tm#^^Ufc„ 
^-NMR^DCla) 

5 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 38-3. 45 (m, 4H) 3. 55-3. 63 (m, 4H) 4. 90 
(d, J=5Hz, 2H) 4.93 (q, J=2Hz, 2H) 5. 19-5. 29 (m, 2H) 5.93 (ddt, J=10, 17, 5Hz, 
20 1H) 

b) [l-7!);>-7- (2-^^— /V) - 6 - (tf^7i^- 1 - 

-6, 7-^t kp- i H-7"y ^- 2 — f^v^/^r^^] wm^^-/^ 

mMM9 7M*5VvC, HWJ9 6a)-e&t>fttcfc&W<DftfrV) ^ _hfa^JS^!l 
25 1 0 3a) ^bfrTUfc-g-^&fflVNT, 97i I^HH^fifc bfc„ 

1 H-NMR(DMS0-d6) 
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5 1. 79 (s, 3H) 3. 27 (br. s, 4H) 3. 48-3. 56 (m, 4H) 3. 66 (s, 3H) 4. 12 (s, 2H) 
4.70 (d, J=5Hz, 2H) 4.98 (br. s, 2H) 5.07 (d, J=17Hz, 1H) 5. 21 (d, J=10Hz, 
1H) 5.89 (ddt, J=10, 17, 5Hz, 1H) 9.07 (br. s, 2H) 

m-mmio*. i-rv^-7- (2-^^) -e-a-^y-s- (tr^ 

5 vi^-l-^AO-6. 7-3?fc KP-lH-/yy-2-^;^h!)7V m. 

mm. 

£AkT ]) ;v<Df^t> V) \zi/T l/ftsT hV$J» &m ^rMMM 1 0 3 t |EJ«Ki#j* 
^-NMlUDMSO-de) 

10 5 1. 81 (t, J=2Hz, 3H) 3. 29 (br. s, 4H) 3. 57-3. 64 (m, 4H) 4. 81 (d, J=5Hz, 2H) 
5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, 1H) 6.00 (ddt, J=10, 17, 5Hz, 1H) 9.12 
(br.s, 2H) 

mmm 105. 1 -t u ^- 7 - ( 2 - 2-*h *c%s- s - (^ 

15 Xttfll 0 3Tff a-A#^^s^f A'fcfflV^SftbUlC, * / — 

/W&JBV^-C, tK*^ h y ^ ASriftSi: UT» 103 k mm^^tc 0 
J H-NMR(DMS0-d6) 

5 1.79 (t, J=2Hz, 3H) 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4.55 
(d, J=5Hz, 2H) 4.94-5.02 (m, 3H) 5.12 (d, J=10Hz, 1H) 5.87 (ddt, J=10, 17, 
20 5Hz, 1H) 9.04 (br.s, 2H) 

mmm 1 o 6 . [ 7 - ( 2 - 1 - (2-*+ %±^±M - § - 

^-^y_ 8 _ (^X^i^-l-^V) -6. 7-i?t KP-lH-^yy-2 

a ) 4 _ P7- (2-^^V) -1- i2jz^_t*fJ^±M 
25 6-^y-6. 7-S?ts Kp- 1H-/D tf^^-l-* 
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<?,v^- i rjv*m^xmMm 96a) i: mm^fc ufc„ 

•h-nmrCcdci,) 

5 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 36 (s, 3H) 3. 39-3. 45 (m, 4H) 3. 56-3. 61 
5 (m, 4H) 3.69 (t, J=6Hz, 2H) 4.50 (t. J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 

b) [7- (2-^^/V) - 1- y*^±A$ - 6 -3~$-y-8 - (if 

^<7^^-l-^/V) -6, 7-i?tyP-lH-/gy-2->f^>U77 = 

HJS0iJ 9 7 Kl*5V^ H«J 9 6a) X%hfhtc\^m(0^ Y) K> ±.W.MMM 

io i o 6a)-e#bnfc>ft:^^fflv>-c, ^UfS$!9 7 kmm\z&j&Ltc 0 

'H-NliR (DMS0-d6) 

S 1. 80 (s, 3H) 3. 25-3. 32 (m, 7H) 3. 50-3. 55 (m, 4H) 3. 61 (t, J=6Hz, 2H) 3. 67 
(s, 3H) 4.14 (s, 2H) 4.25 (t, J=6Hz, 2H) 4.98 (s, 2H) 9.00 (br. s, 2H) 
^1M10 7. 7- -1- -6-3*- 

15 dry- 8- L^±Zl^= 1 -J/V) -6. 7-^bKP-lH-^!Jy-2- 

^-NMR (DMS0-d6) 

20 5 1. 81 (s, 3H) 3. 25 (s, 3H) 3. 29 (br. s, 4H) 3. 55-3. 64 (m, 6H) 4. 34 (t, J=5Hz, 
2H) 5.08 (s, 2H) 9.05 (br. s, 2H) 

3Hfcffl]10 8. 7- (2-^n/V) -1- (2-* h*c^?~M -2-^ 
h=3rv^-8-(b°^7^^-l-^/V)-l. 7-^KP^!)^-6-»y tt[ 

mil 

25 mfe^!li0 6-e N ^^y =1— /v^fvwn;*^/v£JBv^'ft;fc>«9 K:> 
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'H-NMR (DMS0-d6) 

6 1.79 (s, 3H) 3.23 (s, 3H) 3.27 (br. s, 4H) 3.46-3.55 (m, 6H) 3.94 (s, 3H) 
4.13 (t, J=6Hz, 2H), 4.96 (s, 2H), 9. 03 (br. s, 2H) 

mmm 109. 7 -^^^v- 1 ?-*>- 8 - (ggz v?^- 1 ->r - 

5 l. 7 — Kt*:/y is— 6 —^rls h'J7;^p^t 

a) 7-^^vVV-l, 7-S?fc ^- 6 -^V 

-f J i/ls 18. 23g^ ^vX/H^f K 9 0 m 1 iZ.$&ffi ^^^V^ 

#\ _L^£B&#s #ff±iLrt:;aMW<S:l 0%^m (l 3 5m 1) fclgfcPU 70t 
4 8 g 

b) 4- (7-^^/^-6-^y-6. 7-^bKP-lH-/yy-8- 

-ov) 1— :ft/^^fife t -^^uj-^tvv 

15 7 1, 7-i?tKo^!Jy-6-*yi 2. 7 4 8 g SrN, N — 

^^f ;V*^75 Kl 5 Om 1 HIIIU N-^nna^ft/f ^ K7. 9g 

^-g-^pn-i, 7-^tKP7 , yy-6-ty6. i03 g <M§fc o c 

' 20 ©^©SrfcV-^^V — 1 -^/VsjO-^t -yf;n^r;V'2 0 g t^S-^b, 1 5 

-pt^y-^v do : i) ana-fc^flfc i . 539 g sr#fc 0 

25 ^-NlflKCDClj) 

6 1. 39 (s, 9H) 3. 07-3. 10 (m, 4H) 3. 35-3. 39 (m, 4H) 5. 44 (s, 2H) 7. 16-7. 18 
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On, 2H) 7.22-7.32 (m, 3H) 7.91 (s, 1H) 12.18 (s, 1H) . 

r ) 7 -^^-l-y^yV-8- (tr^s^-i-^vv) - l. 7-i^ 

Kp^'J Is- 6 — h 32 7/ua-PfiEBM& 

4 _ ( 7 — <^>^v-6-^y-6, 7-e?tKP-lH-^yy-8-'T 

0 ft 1 Mi, ittt3 |3TO#Ufc 0 RfS^I'^^s 

^^ti^b^^^^- (T-t b=by/v-7K^«jffi (o. i%by7^on 

10 Sfc^t) SrJBVrfc.) KlTWRKU aHaflS-a-«l4. 3 1mgWc 0 
MS Ve (ESI) 325(Mir-CF3C00H) 

mmm 1 1 o . 7 1 -a^/u- 8 - <&<2. 1 —< M - 

15 ^IB-fb^^^fCo 

MS wfe (ESI) SSgdDT-CFaCOOH) 

W«l ill. [7-^i?;v- 6-^y-8- (tV*?^- i 

MS Ve (ESI) 397(Mir-CF3C00H) 

*mmi i 2. 7-^ysvv-i- (2-pt h^^^/v) -s- i^<yjl 

25 a ?vKE><ftfc> 9 K 2 h^^^^nW KSrJBV^^Ififcl 10 9 
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MS Vfi (ESI) 369 (MFT-CFjCOOH) 

gyjgjj 113. 7 S^3?/U- 1 - (2-^0 - 8 - 

i-^/v) -i. 7— Kp^g^-e-*-^ MJ^/ua-ggEEfeifi 

MS Ve (ESI) 349(MH f -CF 3 C00H) 

io ^siu, nm,ib&®£ntz 0 

MS Ve (ESI) 350(MfT-CF 3 C00H) 

H3&01I115. 3- -5-^t^v-2- (tf^v^-l- 

WAp -3, S-v'bKP/f^y [4, 5-d] b°y P^ls-A-Jrl/ hi) 

15 a) 2 -I/P^r- 3 - (2-?^-^) -5-'>T/-3H f ^ #"S~-)V— 4 

2-/o^-lH-f 5-^;W^=-MJ;I/ [CAS No 

50847-09-1] 16. 8 0gOi^;-/H 7 0ml^«l4. 5 
6 m 1 ^riPx., 4 8 Bm&MfiOBfeLfc. JfrfcPLfc^ 0 0 m 1 *5 ± 

20 tf* 2 0 0 m 1 *1JU x. , ffiM &*feWifMK ^* V * A X*^^ iti® U MJ3E 
TOUfc a$S£N, N-^ W;^T5 WfU »y 4. 
1 g&it^-^^KT'nW K8. 6ml <Srflp*. % 18 l$|SHW|sUfc. 

ft^x^5 0 0ml?rM N 7X3 0 0mlT?3»U JlftJtbPJ'AO* 
fP7K*gf£3 0 0m 1 -casJ^Lfctft. MbfcfiUK^v^ A-effcj&u itiiU » 

-W®L*-*f-J\s (9:1) »ffi#HiJ:»K ^iE-fb-a^4. 0 9g£r#fc o 
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^-NMRCCDCls) 

8 1.43 (t, J=7.2Hz, 3H) 1.81 (s, 3H) 4.47 (q, J=7. 2Hz, 2H) 5.16 (s, 2H) 

b) 4- [1- -4-'>ry-5-^h^r^^=7V-l 

5 )Js 

3- -5-i/T^-3H — f^^y— ^-4-^7 

/uaffi'Bfc :x^vvn^-7vv4. o 9 gSrfcV^^- l -*7V7i?^t -:/^vv 
7 0 g ^m-^U, 1 5 Or^WUfCo 5 0£&#U fOSii^ 

10 ^-g£i&^=M- (2:1) ?£ffi#® £ «? > fi?lE<fb^ 4 . 4 7 g £#fc„ 
'H-NMRCCDCls) 

5 1.43 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.08-3.13 (m, 
4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7.2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 

c) 4- [1- -5-cn hdp^yv^7V-4-^^/W^ 
15 ^fJkn 1 H-^T ^ /V- 2-^T/V] fc 0 ^9'^^- l-^^^K^ t 

4- [1- (2-^=7V) - 4 -->Ty - 5 y^-yjj 1 H- 

5: 2 — f^^v'y- i -jj^tf-yM t -:/^vi^*-7vK). 

20 14^6 0tt«lfc o m&^JVl 0 Oml*3j;^7k5 Omltti « 

s^ttk 5 o m i tmk-i- h v tr&v&mmm 5 0 m 1 xii&gfc^b. 
h^^^^-icTffi^u ~-*D-^-mm^* (3: 2) ^m^-iiii?), «ib 

{b-a-#J 0 . 5 8 g <Sr#fc e 
25 ^-NMIKCDCI,) 

6 1.43 (t, J=7.2Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.12-3.16 (m, 
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4H) 

3.54-3.59 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 7.41 <br. s, 
1H) 8.88 (br. s, 1H) 

4- [1- - 5-3i V**s1l>\,i$^jV- A—^XtUVs*^ 

;V-1H — f 5 tf^—iV— 2 — ^] tr^9^^- 1 — tf/i^vB* t—^f-A^ 
^**r;vo. 5 8 g pp^y20ml ^^(c^ h77;Wtn|J51 h y 

10 ^fvI^^y-^O. 2 3 5SriP^, MT?18^^#Ufc e S^np.?**^ 

5 0mi%int, mfcfcm-r v y ^^<^«afP7K^2 om 1 -cas^u 

'H-MflKCDCls) 

5 1.41 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.39 (s, 3H) 
15 3. 12-3. 16 (m, 4H) 3. 56-3. 59 (m, 4H) 4. 42 (q, J=7. 2Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

e) 4- [1- -5 -J. h*c*sl37V7$~jV- 

20 4 — [ 1 - (2 — zf?-~Jls) — 5 -31 h A-tf^V— 4 — y T 

—/lotf/i^W ^ K^T/v- l H— f ^ jfy—sv- 2 -- T /v] v^v- l 

/V^^^ t — "7<5~A'3^X 1 rJiV0. 5 5 g©x;?;-;V3 Om lMt2N It 

ai^v 25mi*3j;t^iN Tkmt-r ^ y 17 j*frm%L%Mx.tc 0 ^m^wm^^ 
25 2 5mi -ettmu ^mm&s- fr^ts in 7x^-7- h y <? j*7km& 1 m 1 st^-a. 

-ev^^tr*- h y !7^^fP7K^i om 1 t?i5fc^U mi£WMk^y**/VJ±~Q . 
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xf;V7$yO. 1 OmliS.t^iv?- ^/f^O. 2 5 6 g SrflPxi, ^ 
mr* 15 ^WR^bfco HfBI^/I' 2 5ml ^riP^L. 0 . IN 10ml, zKSf 
^m^" h y * AO^fPTK^ 10ml kWfcf- h y * AOl&fPTK^ lOmlt 

D?J>.9wY>r7-7j—\z.-Xlgm^ ^Vls-mk^f-^ (4 : 1) 
®J; 9 , nmc&too. l 5 g £#;foo 

1 H-NMR(CDC1 3 ) 

8 1.43 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.40 (s, 3H) 
10 3. 16-3. 20 (m, 4H) 3. 55-3. 59 (m, 4H) 4. 35 (q, J=7. 1Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

^f^-iH->r$^^-2->f>H tv^^-i-a/^^Bfc t -rf 

15 0 °C-C 4 - [ 1 - ( 2 - ^^—iV) - 5 — h dr^^77V2i?=.^- 4 - ^ ^VV* 
;P7 7 ^/UJlf=;V-lH — f5^/^-2-^;V] 1 — 

tf^Ifc t -^f/H^^VO. 2 6 5 g©3i^y — 7V8m 1 ^^I'S^MtK^I 
(II) 0. 1 8 7 g^^T^TK^lS^^hy ^^>0. 0 9 O SrJn*.* MT* 4 

H£W^#Ufc 0 XmfiJflfcWR (ID o. l 8 7 gisitFTK^-fb^^^hy ?A 

20 0 . 0 9 0 &jbP*.fc«U 1 5 l#|!BMT?SB*Lfc. fl«fc**Vl' 1 0 0 m 1 *5 £tf 
0. 5N l$5 0ml Sri&P*., ^PHMI«r*5 0ml ti&ffc^ b y !> A OS&fPTkig 

$50mi TfWB»cSfci*- if**s*>]» -ettift bo iSIESl b^c 0 

&S/y *W7i^-7 h^^7w-^XfSSib,^^r^^-^m^^v(4 : 
1) JSOPHIrO. 1 7 2 gHllfcU ^dp-9*^-fffflft^^ (1 : 4). 

25 mmfrm x v , wtift&m o . o 6 1 s £#fc 0 

"H-NMR^DClj) 
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8 1.42 (t, J=7. 1Hz, 3H) 1. 48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 3.17-3.21 (m, 
4H) 3.41 (t, J=4.8Hz, 1H) 3.56-3.60 (m, 4H) 4.36 (q, J=7. 1Hz, 2H) 4.75 (d, 
J=4.8Hz, 2H) 4.81 (q, J=2. 3Hz, 2H) 

g) 4- [1- - 5 -J. Y2r*/lJjVi$~J>V— 4—ftjU*s]s— 

5 i h->t % 2 -4^1 ¥r*2JZk^z i zzZi/ki&M t-^j^^ 

4- [1- (2-^=/v) -5-xh^;v#=/v-4-t Kn^f 
)V— lH-'f fr— 2— <OV] lf^7^^- l -^/vjJ?^^ t—'ff-n' 

^x^juo. 06 ig©^^pn^^y2mi^tlir^li-7y^yo. 120 
10 g<SrjOD?U M-Cl 5^FTO#Lfc„ KJ6««r*9-r hSSS&U »JE*»U;fc. 

(7:3) ^m^® j: y> > anafls-a* o . o 5 5 g 

J H-NMR (CDCI3) 

5 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.23-3.26 (m, 
15 4H) 3. 55-3. 59 (m, 4H) 4. 45 (q, J=7. 1Hz, 2H) 4. 89 (q, J=2. 3Hz, 2H) 10. 36 (s, 
1H) 

h) 4- fl - j2=?±~/kl -6-^^-/U-7-^y-6, 7-i?fcKP 
-1H-^^/ [4, 5-d] fcVtyS^-r-JfrA' 

20 4- [1- ( - 5 -x fdf i/^;V3j?^;W- 4 ^- 1 H 

— C 5: 2—>(jU] 1 — irA'&yWt t—-? s f-jV^7s s r)V 

0. 0 5 5 gC9x^/-^2. Sml^SWf/VtK^^O. 0 5 m 1 SrflP 
X. N 8 0°C-ei Il'13 0TC-Cl 4»lLfc, fiJSft^ttEjliL 

25 (1:1) i§m#® <fc 9 N «IBft:^4fc 0 . 0 3 5 g «r#fc. 

l H-NMR(CDCl 3 ) 
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5 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3.61-3.64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
MS ale (ESI) 387. 4 (MH*) 

i) 3- -5-^^v-2- (^7v?y- i-^;v) -3, 

5 5-S?fcKq>fS*V [4, 5-dl l>!)7^PS» 
4- [1- (2-^-^) -6-^^-7-**y-6 f 

ih— r^yy [ 4> 5-d] tryys^-2 — r/v] tr^^v- i-*^ 
io 5 7^p»sjo. 4mim n^fwsm > t?ei#L'fc« ^«r«ssb, m 

Sr^^3£^fl=^a^f^y7>f- (Ti? h = h y ;V-zM^l&*B (0. 1% 

h y 7*a-*si«*&#) fcfliv^.) fc-owwu «iafls<£*o. o 2 9 5 g 

fee 

^-NlflKCDsOD) 

15 fi 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.15 (q, J=2.3Hz, 2H) 8.20 (s, 1H) 
MS ale (ESI) 287. 09 (MlT-CFsCOOH) 

m-mmiie. s-^^s^a-frs/*?^- 3^ (2-^^/v) -2- (tr 

^ 5-^^^^-^jx^^v-4-^-=ary-4. Kp^> ^>[4, 

5 - d 1 \£ V #*J^- 1 - ;*/V>fc ^m*J* "f-frT % K 

s-^^v^v^/WS^y [4, 5-d] ify^y-4-^ CC 

AS No 82137— 50 — 6] (R. Paul Gagnier, Mi c 
25 hael J.Halat and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 21, P 
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4 8 1, 1 9 8 4; T A- • )V • if • ^x- • ^7 

UMI-> 21, 4811s 1 9 84 ) 3. 0 4 g©^PP^y5 0m 
1 ^f&lc hy if;W7 5; > 2 . 08g, N, N-^f/i'^r^^ny 
5 -fK2. 8 0*5j:U54-> ? ^^r^/ t°y v^^O. 2 2gSriD^L > 4^p»^ 
jfgfgbfCo Brafc^^V 2 5 0ml ^rijnx:, 1 nWkfcWR. 5 0 m k fi&fcfr.M-)' 
h y ? J*<DM1fajk.W@. 5 0ml t^b"** h y V AOlSfPTK^^ 50ml -eJlK&gfc 

^n^- h^9:7-r— te*C»J4U ^t^-»^K2 : 3) *gtH#® £ 9 , 
10 «IBfl5#* 2 . 8 6 g 3r#fc 0 
'H-NMRCCDClj) 

5 2. 98 (s, 6H) 4. 77 (s, 2H) 5. 74 (s, 2H) 7. 30-7. 39 (m, 5H) 8. 21 (s, 1H) 8. 46 
(s, 1H) 

b) 5-^^/V^^^V-2-^PP-4-;*-3ry--4. S-^tKo 
15 [4. 5-d] bf y ^vV— 1 —-X^Tft^ggv^ gvVT $ K 

i^fffl^T, - 7 8 < CT?5-^<>'^7l'^-=ar->'^^>-4-^-^y-4, 5- 
Kn-f^^y [4, 5-d] If y l-X/l'ifrl/&ii?*<?J\>>T% K3. 

3 4 g<£>7- f7t KP77^1 5 Omlft^n-^f/HJf !>^5. 3ml (2. 

20 Oi^y3. 26 g©f h7t Kn77y2 0ml^^iPi, gS*-C±fi$ 
iirfco JfrffcT ^= <7 i*<D 5 %tK^$E 2 5ml SrAPx., g^o^/v 50ml "Ctt 

w ufco ^rmasrTK 2 5 m 1 tm^-r h y ?*<!>ma*ffl& 2 5 m 1 t?ni^^ 
n^h^^^^-^xmmv, ^■vs-mk^jv (2:3) mta^mx^, 

25 «|&fb^ 2 . 3 l g £r#fc„ 

^-NMRCCDClj) 
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8 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, 1H) 
cj 4- (6-'<>i?A'*<*%>'*?-fi'- 7-±*y-6. 7-v ? fcKP-lH 

— UL^Z T4. 5-d] try 2-4 M g^s^-i-fr/i^vMfe 

t — ^f;va tvV 

5 mmWm^T. 5 -^V ^vt^ f ;v- 2 - ^ a n - 4 - t # y - 4 , 5 
-i^t K«"f [4, 5-d] tr ? 1 -^;v*yR^^ K 

2. 3 1 g:j3£TJ*fc 0 ^9i^- 1 -Jj/vtf^m t-^f;^xf;V4. 49 g 
£15 0^T?2R#W^MLfc o m&&$'V*#J*>'*?J>>?w 
TfiMU @^^^/v^ttl^®<J: 9 > Wimfc&V>> 1 . 9 4 g £#fco 

10 ^-NMRteDCl,,) 

5 3.54-3.58 (m, 4H) 3.71-3.75 (m, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7.35 
(m, 5H) 8.21 (s, 1H) 12.58 (br. s, 1H) 

d) 4- [6 ^^^/^^jx^^/V-l- -7-^-^y- 

6. 7-^Kp-1H-^^/[4. 5-dl gg^S?V- 2-^*0 tf^ 
15 7^^-1-^/^^V^ t-^5vVJ^7VV 

4 _ (6-^^^^^^V-7-^-=3ry-6, 

[4, 5-d] fc'U^V- lf-<7^y-l-*^^ t 

-^f^xxr^O. 2 1 6 g <£>N, N- zf-jiVfrjV&T 5 K 2 0 m 1 W&K- 
»!)!>A0. 7 4gj3W2-yf=^oW KO. 0 7 8 g =Srinx.7b„ 
20 16 R#P^M-C!!#Ufc^ N g^m^^ 5 0ml ^WM 2 0 m 1 T? . 

HHJiSfc^U 4S-fb^- b y ^A©^fP7K^l Om l T-*5fc#U MtK«^^^ 

mmv. o : 2) igm^mj;^ ^fa^-s^o. 139 

g 

25 ^-NMRCCDCla) 

8 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.38-3.44 (m, 4H) 3.61-3.66 (m, 4H) 
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4. 72 (s, 2H) 5. 10 (q, J=2. 3Hz, 2H) 5. 65 (s, 2H) 7. 25-7. 38 (m, 5H) 8. 18 (s, 
1H) 

^^^-3, 5 -^KP^^/r4. 5-d] t°y ^^-4-^-^ 1 

[4, 5-d] fy^^^-2— T/V] 
^- i t— ^^W^TVVO. 0 0 7 3 g£r^Jfg#l 1 1 5 i ) h 
fjtStUT, ^flSte-B^O . 0 0 4 3 g £#fc„ 

10 'H-NMRCCDsOD) 

5 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H) 
5.15 (q, J=2.3Hz, 2H) 5.64 (s, 2H) 7.17-7.32 (m, 5H) 8.20 (s, 1H) 
MS m/e (ESI) 393. 28 (Mr-CF 3 C00H) 

mmm 117. 3 - ( 2 -y^-ju) - 2 - a?^ ^- - 3 , 

unmmm^. 4- [6 — \- (2-^-/v) -7 

_^y_ 6> 7-i?tKa-lH-^f$^ [4, 5-d] t°yy^^-2- 

20 P^*>-8ml 7 St^d^U Hifrffcm 5 * 1 • 9ml (1. O^/V 

^ao^yii) ZtiUtto -7 8TCt?5NfWtfc^ i^iappi*^ 
: l»£*jWEl 0ml SriU^ - 7 8t;T-Xfc 2I$ra«#Ufc 
^ M^t?_hti.$*fe„ ^I^^JIIiL, ;**/-/H Oml 

25 WKO. 3mllriffiiIU BSSrWillWo^ b^7 7^- (7t 

h= h \),v-immm% (o. 1 % h y ^^nmrn^m) stJiv^j ^xmm 
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U mmfc&VsO: 0 0 5 g £#fc 0 
^-NMR^OD) 

8 1. 83 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 65-3. 69 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 8.21 (s, 1H) 
5 MS of e (ESI) 273.16 (MHM^COOH) 

fflfc«lll8 2- T7- -l -^^-6-^-^ry-8- 
(fcV<vi^-l-^) -6. 7— 5?fc KP-lH-yyy-2-^;V^>'] 

a) 4 - r 7 _ (2-^^^/v) -2- (2-^/w^^r/v7 3iy ^ ) - 1 — 

l - # A-^ t — :/^/U3^7vv 
4- [7- (2-^^/V) -2-^on-l-^^-6-t*y-6, 7 
Kp- 1 H-^U 8 -^T/H \;-<?i?l'—l—#A'&>WL t—zff- 
;Vol^;V2 0 0 m g £1 y KV2. Oml^l, U 

15 f;V7$K8 5mg, »y 2 9mglrM, 1 0 0 < CHi"C2l#|HH*# 

Ufeo RlS«&M*'T?i'&*Pbfc«U 5 . Oml <Dyk%Mx-tc a 1 ^rDQjft 

&m%2 2 lmg (8 9%) 
1 H-NMR(DMS0-d6) 

20 5 1. 43 (s, 9H) 1. 79 (t, J=2. 5Hz, 3H) 3. 23-3. 27 (m, 4H) 3. 36 (s, 3H) 3. 48-3. 52 
(m, 4H) 4. 95 (q, 2. 5Hz, 2H) 6. 59 (td, J=8. 0, 1. OHz, 1H) 6. 63 (dd, J=8. 0, 1. OHz, 
1H) 7.14 (ddd, J=8.0, 7.5, 2.0Hz, 1H) 7.80 (dd, J=7. 5, 2.0Hz, 1H) 
MS (ESI) 522 (MH+) 

b ) 2 - [7- {2^7±~M ~ 1 8- (b°^7^V 
25 -l->f*0 -6. KP-lH-^'Jy-2-^ ^>1 ^'77^ 
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4- [7- ( 2 - rf^-^-JV) -2- (2-#/W<^e-f/V7 3iy zt'-y) -1-^ 
7-/V—6 -ir^rV- 6, 7-v 5 fc Kn- lH-^U >-8--f/V] f^7^y- 
1 — ^l^^M t -/f yH^f/V 2 1 0 m g |C ^ ; 3 . 5 ml, 4N 

T, ^fE^-^&l 7 7mg (9 6%) #fc 0 
^-NMRCDMSO-dG) 

5 1. 82 (t, J=2. 3Hz, 3H) 3. 28-3. 32 (m, 4H) 3. 48 (s, 3H) 3. 54-3. 58 (m, 4H) 5. 04 
(q, 2.3Hz, 2H) 6.96 (br. t, J=7.0Hz, 1H) 6.99 (br. d, J=8. 0Hz, 1H) 7.46 (ddd, 

10 J=8.0, 7.0, 1.5Hz, 1H) 7.93 (br. d, J=8. 0Hz, 1H) 
MS Ve (ESI) 422(MH + -HC1) 

3- (2-Zf^~SV) -5-^^/y-2- (fcV<7^-l- 
«{M -3, 5-i?fcKP^^^ [4, 5-dl \?Vjri?>-4-*-> 
a) 5-^f;V-l-hyf;l/-l, 5-^KP-f$^ [4. 5-d]l^ 

15 V ^-J>-4-^ 

Kd^r 5^/ [4, 5-d] try^^-4 

-t^tCAS No 7 6 7 5 6 - 5 8 -6] (S h i h-F o n g Chen 
and Raymond P. Panzica Journal of O 
rganic Chemistry 46, p 2 4 6 7 , 1981; • 

y^'^^^MJ 46, 2467 Hs 1981) 78. 8 gl:^on^ 
*^2. 5 1 i£8£?S£i*:, hyif/W7^7 8. 8^*nx.fc„ Way 
-T .K1 7 6 gSriPx, 3B#Hg»#L#: 0 Ifcgfc^/W. 5 1 £*q;t, 7k 3 l *5i 

d^y-^-fj^n^vV (2 0 : 8 0^b0 : 100) *gm#M J; «? , «flBflJG4& 1 
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3 6. 5 g Sr#fc e 
'H-NMRCCDC^) 

5 3.79 (s, 3H) 6.92 (s, 1H) 7.07-7.13 (m, 6H) 7.32-7.40 (m, 9H) 7.87 (s, 
1H) 

5 b) 2-^PP-5-^f/V-l- hU^/V-l, 5-S?fc KP^$^yT4. 
5-d] bfy^V- 4-&>- 

^^#H^^ -7 5°C-e5-^^/V-l- 
^^1/ [4, 5-d] t°U^^-4-^->-6 8. 3g07h7tFP77y4 
1 »t U f 7 A^t ^ f ;Vi?^7 ^ K 2 2 0 m 1 (1. 0Wh7tKtJ' .. 
10 77« S^Ux:, -7 5Wll%mmWVtz.&, A^npi^y8 2. 
3gOfh7tKa77>'200iiil»M 1 -2 0t*t?IHaS*fc. % 

15 MRU t—'fV'AstV'Aszr*- r;H 0 Om 1 T?Zl|El*^bfco ^IB-fb 

^6 9. 7g3:#fc 0 
'H-NMRCCDClj) 

5 3.78 (s, 3H) 5.81 (s, 1H) 7.25-7.27 (m, 6H) 7. 28-7. 38 (m, 9H) 
c) 4- 7-^-^ry-6. 7-i?fc Kp-IH-^^'/ [4. 

20 5-d] MVP&ls—Z — <)V) \f^ s 7-J^-\-^)V^m. t-^/U^X . 

2 -^pn- 5-^^-1- hU^/k-l, [4, 5 

-d] tfy^y-4-^6 9. 7gt^7^-i-*;vM t— ^ 
^>v^*=r,v 15 3. 4 g £2gi? s i|o#|^Ttj|#L/i^ t> l o 0°C*T* 
25 SUf&bfCo H^^ s lHligL-^i-< jfeofce>M^tr 1 5 Ot)^-C_hff x 
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tc£1K$*^ MMV9&ffifr1>tc 0 i-^^f;vs-f;V2 0 0 m 1 2 Hk 

ZK2 0 Oin 1 *fc#tJ? t--?*5-JV*<f-jVx.—' 7VV2 0 0ml -e2[§]gfc#- 

^-NMIKCDC^) 

5 5 1.50 (s, 9H) 3.56-3.62 (m, 4H) 3.73-3.80 (m, 4H) 3.87 (s, 3H) 8.16 (s, 
1H) 12.65 (br. s, 1H) 

d) 4- f 1 - -6-pt^/V-7-^-^y-6. 
g-lH-^^V [4, 5-d] t:°y ^^-2-^V] M-^Vls-l-jJ 

10 li^l^Ts 1 5°C-C4- (6-p«^-7-**y-6, 7-i?tKtx- 

ih— t^jr-* [4, 5-d] t 9 y^v ? ^-2 — r^O tf^^v-i-*^* 

^Bfc t-^;^^r^8 8. 4 g ON, N-^f^*;^75K5. 5 1 
»»y?^4 3. 9g*5£0!2-7'f^7'PWK2 7. 8ml$rJK 
»^fc„ SMIr^T*2 2^ram#Ufc^s tKI 0 1 K%L%\ WBk^J^S 

15 1 r*ttm ufdo «® sttK 5 1 -c 2 nu jfrfb^ h y 7ao^i*»« 5 1 

fc:*C*ftRU* ^iJ-^-f^x^vV (3 : 2fr>£>3 : 7) ^fBlfc 
•g-Jft 5 4. 3 g £r#fc 0 
20 ^-NMRCCDCls) 

5 1. 52 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 38-3. 42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 

e) 3- j2=2±~M -5-^^-2 - (V^jt^- l-JjU) -3, 
25 [4. 5-dl 

4- [1- (2-^^/1-) -6-^^/V-7-^y-6, 7-^fcKn- 
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iH-^-y/ [4, 5-d] 2-^*1 tr-^^^^-i-*^ 

,H3@^2 oomi srinx. ^mt?i^ra»#ufc 0 mj£Wtm\^tc'&. mtzm 

M^jVB OOml fc*#U £fcI£*iSt^ hD^lO 1 1 Sr^tfo 

5 ill J&blltfcs B^H^^vV 1 1 asAtfcfcgMb"*- b V V * 5 NtK^ 5 0 0ml 

bfco tfHMife#*Hi\ MJ ? A 2 N7jc^K 5 0 0ml -Cifei£U 

fate-g^ 3 0. 5 g <E>*§iSli£#fco 

10 1 H-NMR(CDC1 3 ) 

6 1.84 (t, J=2.3Hz, 3H) 3.05-3.09 (m, 4H) 3.38-3.44 (m, 4H) 3.85 (s, 3H) 
5.06 (q, J=2.3Hz, 2H) 8.13 (s, 3H) 

^119-2. 3- -5-^^-2- {\£*<? W- 

1-^^-3. 5-^tKP>T$^r4> 5-d] X VWis-*-** h 
15 /Vji V- 4 

3- 2- (tf^9^^- 1 *0 -3, 5 

-^tKP/f>;y/ [4, 5-d] ^yy^y-4-tV9 8. 7mgSrx^/ 
-;V 1 m 1 l21^U«t#TxP— hA^^/Vfcl'Bfc 1 *fP^ lOlmg©^; 

20 URfB-fb^* 15 3. 2 m g &#fc 0 

^-NMR (DMS0-d6) 

5 1.79 (t, J= 2 Hz, 3H) 2.27 (s, 3H) 3.25-3.35 (m, 4H) 3. 50-3. 54 (m, 4H) 
3.70 (s, 3H) 5.13 (d, /= 2 Hz, 2H) 7.10 (d, J= 8 Hz, 2H) 7.47 (d, J= 8 
Hz, 2H) 8.25 (s, 1H) 8.79 (br. s, 2H) 
25 £©«HB'fl5#4fel 0 7. 9 5mg*^T7tfyJ:DI^U SI3 
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mmmi2o 2- o-r$ j tf^jj? 2^ 1 — <m -3- (2-:/^ 

JV .) _5-^^ /V -3, [4. 5-d] \+y#*Sts-4- 

a) 3 - 1 b »^/^^^r s ; ^ 9 - 1 - , 9H- 

f/i/x^T 1 ^ 5. oigot-^; — A' lomi »ttKii?-f y \f?V^?V 

75yi. 8 4 g fe±^7x-;^* y ;V7i? K4 . 71g£r;&n;t, 
H^CTx eoiCTfi 8HWiUfc 0 RJ&ttSrfcSiU MWI*^/n 5 0 m 1 £ 
10 iq&fco ^nttJR «r 5 %fiOt!c)m 1 0 0 m 1 N 5 %^m7Kiii-7- h !> 9 1 

0 0ml, TklOOml *5 «fc tftfrfftf* h U !7^0^fP7K^ 100ml -CjllI#C*5fc 

jrp-r f^97-f-feTWim ^f-y-Wli^ (4 : i)^ffi#®J;<9, 
HfS'ffc-a-^ 1 . 8 8 g £#fc 0 
15 1 H-NMR(CDC1 3 ) 

5 1. 45 (s, 9H) 1. 45-1. 72 (m, 3H) 1. 82-1. 87 (br. s, 1H) 3. 09-3. 30 (br. s, 2H) 
3. 58 (br. s, 2H) 3. 82-3. 98 (br. s, 1H) 4. 24 (t, J=7. 2Hz, 1H) 4. 27-4. 48 (br. s, 
2H) 4. 52-4. 59 (br. s, 1H) 7. 32 (dd, J=10. 3, 10. 0Hz, 2H) 7. 39 (t, J=10. 0Hz, 2H) 
7.59 (d, J=10.0Hz, 2H) 7.75 (d, J=10. 3Hz, 2H) 
20 b ) g^g 1> 3 — Uk*2kll % ^B* t — -ff-frx.XTA' 

3 - t -Zf Y^^-bJVifr—sVT 5 J fcT^JJ iPls- 1 — fife 9 H — 

^-V^- 9->T/Vj?<^V^^7 L ^l. 8 8 g©i^/-;l'2 5 Om 1 Sgl&l'^ 

15 0ml teHW^n 1 0 %7k^ 100ml KWM^fco 7WS£r 5 
25 NjfcBMb*" h V V J**ffi&-?7^* V UT, ^qp^^yi 0 0mlt2 
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M&#S 0 . 7 9 g &#fc 0 
'H-NMRCCDCls) 

5 1.45 (s, 9H) 1.41-1.53 On, 2H) 1.65-1.72 (m, 1H) 1.79-1.86 (m, 1H) 
2.48-2.56 (m, 1H) 2.64-2.70 Cm, 1H) 2.78-2.86 (m, 1H) 3.06 (dd, 
5 J=12. 0, 4. OHz, 1H) 3. 48-3. 62 (br. s, 1H) 4. 71-4. 88 (br. s, 1H) 

n~> 2- (3-7S>>^!)^-l — Lfld -5- 

y^/v-a. s-^Kp^f^/ U. 5-dl hy 

2_^p P _ 5 _^f;v-i-hyf;V-l 1 C4, 5 

io -d] try o 20 gaaJitftr^P^- 3-^/1^*^5 

^fc t -^;vx^t/V0. 0 4 0 g <£rigi£. flEX0#6B4tT.> 1 5 O'C'C 1 
m^/Hfftti^PfJ:9, [l- (6-^^v-7-^y-6, 7-5?tKn- 

ih-^>;^/ [4, 5-d] t°y ^^-2— r/v) i^ys^-a— fAO 

15 #/W<5Vfift t-^x^fyl'O. 0 16 g r#to ^fr^O. 0 0 8 0 g 
SrN, N-^f/V*^TU*0. 6mlMU»^^0. 003 
8 g*3itJ ? 2-^— )V?xi~*<t FO. 0 0 3ml SrJP*.., M."? 18 B^ft^U 
fc 0 RJtSJRSrSrafc^/H m 1 ^sitf* 1 m 1 fc#ffcb s tii^itfc, ^ 
it^ap^^yO. SmlWU by^/VO^mo. 5ml&Mfeo 1 

by/v-TK^S&ffi (0. l%MJ7;vtaSS^f) «:JBv\fc.) fcTffiiHU 
MUi^rn 0 . 0 0 4 6 g Sr^fc 
^-NMRCCDCla) 

5 1. 74-1. 80 (br. s, 1H) 1. 82 (br. s, 3H) 1. 96-2. 19 (br. m, 3H) 3. 43-3. 79 (br. m, 
25 5H) 3.86 (s, 3H) 5.05 (br. d, J=16. OHz, 1H) 5.23 (br. d, J=16. OHz, 1H) 8.15 
(s, 1H) 
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mmmi2i 2- o-r^y^y i^-i-^vv) -s-tf-fr-a- 

-3. T4. 5-d] 

[1- (6-^^-7-^y-6, [4, 

5-d] t°y^^-2-^r^) if^sy ^^-3-w^] -^/w^^gi t - 

/f;H^f;VO. 0 0 8 0 g^«ttJ ? 4— ^n^- 2— y^V— 2-^7 i >'0. 
0 0 4ml SrJB^TldfeMl 2 0 h KW^it^m 0 . 0 0 3 4 g &#fc 0 
1 H-NMR(CDC1 3 ) 

6 1.66-1.74 (br.s, 1H) 1.76 (s, 3H) 1.80 (s, 3H) 1.96-2.20 (br. m, 3H) 
3.20-3.79 (br.m, 5H) 3.85 (s, 3H) 4.90-5.05 (m, 2H) 5.37-5.42 (m, 1H) 8.15 
(s, 1H) 



WO 03/104229 



189 



PCT/JP03/07010 



mmmi 2 2. 2- [7- - l-^^ -e-a-^-y-s- _£g 

s<^i?^-l-J/\s) -6. 7— S?fc KP-lH-7 P U^-2->T/V^-^iX] ^ 

4- [7- (2-^=/v) —2- (2-*;w^/f;i/7x/ - 1 — 
5 ^ v _ 6 _^-^y_ 6> 7-i?t Kf-lH-/!Jy-8-^;V] lf^7^- 
l-#^#y^ t-^f;vx^f;>5 3. Og^Ml7;VtPSil60ml 
fcSEWU Ill't 1 ^raS#Ufc 0 2M7K^b^ h y !7i»7KWi 1 2 

5 0ml SriftTU MMT 1 5 0#S#Ufc„ 6£,efcJ§S^£^'J> 
fc6&@#£7K^*/~;W£-ti5fc*£U 6 O'er— BfeJ|£Ml^liBte^Sr4 2. 

10 8g#fc 0 

'H-NMR (DMS0-d6) 

8 1.78 (t, J=2.4Hz, 3H) 2.82-2.86 (m, 4H) 3.18-3.22 (m, 4H) 3.36 (s, 3H) 
4. 91 (q, 2. 4Hz, 2H) 6. 58 (td, J=8. 4, 1. 2 Hz, 1H) 6. 63 (dd, J=8. 0, 0. 8Hz, 1H) 
7.14 (ddd, J=8.0, 7.2, 2.0Hz, 1H) 7.80 (dd, J=7. 6, 2.0Hz, 1H) 
15 MS mle (ESI) 422 (MHO 

mmm 123. '7-^(2- zf?-~M -2- ( 3 - kp * e^ g v±x/k2 
>--6-^->^ 1- 1? 7^a-ctiiafcifc 

4- [7- (2-^=^) -2-^on-l-^f/V-6-^y-6, 7 
20 — kp- 1 H-7"y 8 --f /V] bf^^^- 1 —AA*#>Wt. 

;vxxf^7mgSr 1 y R>-0. 15ml|:|§»U 3-^ 

/w-tk^»i*s (o. i % h y 7sis*viBWt$m) *m^it 0 ) ktmrku 
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\\^m 3 . 1 5 m g £r#fc 0 
m ale (ESI) 3770fff-CF 3 C00H) 

^J12 4. 7- (2-Zf*?-~M -2- (2-bKP»^P^^7 

5 h!)77VtPjii 

2 3^*5V^T, 3-*JU$zfh-l-7'*/<;*- As<Dftt>*)K, 1~ 
2 — ^Sr^V^-CHWJ 1 2 3 £ P^^aU ^13^ 
% 1 . 7 0 m g £#fc 0 
MS (ESI) 377 (MH + -CF 3 C00H) 

io mmmi2 5. 7- (2-^^v) -2- (2, Kn^^^tf/v 

^;V7 7=;V) -l-^^/V-8- (fc'^v^- 1 — f/t') -1. 7— S?fcK 

*tf£0tj 1 2 3 fc^T, S-^/V^^b- 1 -Ztxx^J— jU(Dftt>V)\^ 3- 
^AOfr^h- 1, 2-7 P n^>'^-^fflV^T^Jfe^!ll 2 3 tltllMt, 
15 ^fB-fk:^ 2 . 6 3 m g 3r#75:o 
MS Ve (ESI) 393(Mir-CF3C00H) 

mmmi2 6. 3- [7- (2-^^/v) -l - ^f^-6-t=^y-8- 

20 4- [7- (2-^=7V) -2-^nn-l-^f/V-6-«y-6, 7 
;H^f;l'7mgSrl-^f/l'-2-tfP!J K^O. 15ml^»U 3-^ 
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6 0mg£r#fc o 
MS Ve (ESI) 391(MH*-CF 3 CO0H) 

mmmi 2 7. 2- f7- (2-^=^) - l-^^vu-e-a-fry-s- (g 

5 ^7^-1 f/V) -6. 7-i?tKP-lH-^gy-2 — { )\>7s)\s? 7 — 

^h^otr^-^BftSrffiv^-c^m^ai 26 fcpjfliKij&agu ai&fb^e.' 1 Om 

g &#fCo 

10 MS (ESI) 391 (MT-CF^OOH) 

ilI12 8. 2-s-/W;V77=^-7- (2-^^V) — l—^'f- 

a— 8 - (tf^^^v- 1 -<<m -l. 7-^Kp^yy-6-^ hy 

16 ^trfflv^mtfe^J 1 2 6 i: Pf(cfeIL> *a&fb^4S> 4 . 68mgSr# 

MS (ESI) 375(MH f -CF 3 C00H) 

WJ12 9. 7- (2-^^/V) -l-pt^/V-8- (KT*<9 3?X-1- 
-2-7'p^;V7 7^-1. 7-^fcKP^!)y-6-ty h V 
20 ^V^PfE^^ 

HJfi^J 1 2 6 fc&VvC, tf^-^M^ft^D^x /p^V- 

1 -^3— ^SrlV^t^J 126i HHUfcMSU adBflS-^fc 4 . 6 1 m g 

MS ml e (ESI) 361 (mT-CF 3 C00H) 
25 Hifcffj)13 0. 7- (2-^^— - 1 -ff-JV— n^l^A^k. 
77^V-8- (tr^9^-l->f/U) -1. 7-^Kp^'J^-6-^ 
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^ 5^4— ^^V>X^lfe^ 1 2 6 t RiCfelt, ^IB-fb^ 5 . 15mgl: 
5 MS (ESI) 387(MH + -CF 3 C00H) 

mmm 1 3 1 . 7 - ( 2 - zf^^v) - 2 - e^vv ^z z LzizLf: 
yy-s- (bv^^-i-^v) -1. 7-^Kp^'jy-6-ty ml 

10 1 /V^r^V^-C^iiS^J 1 2 6 £ UTO'&SU Wmt&W 4 . 9 6 m g Sr 

MS Ve (ESI) 487 (Mtf-CFjCOOH) 

tttffl 132. 2-(2-T$y ^)V*;V7 T ~M - 7 - ( 2 -"f 

_t_^^- 8 - (b°^7v^v-i-^/v) -l. 7-e?tKpy;^-6- 

£I»J 1 2 6 K:*5V^, 3-^^^h^^*V«©^fc>9^ 2-T%; 
-y<f-*~ /v&m^xmMM 12 6 t I^SIfc&JffiU SHEA'S* 3 . 9 8 m g 

MS (ESI) 362(Mtf-CF s C00H) 

20 mmmi3 3. 7- (2-^^) -i-^^-« - (n-^i^-i- 

WVV) -2- {<f-*"7sL>-2 — f;^/V77=;V) -1. 

1 2 6 Kijsv^ 3-^^^h^otf^-vm^t5 9le:> f-*?*.* 
- 2 /V?rfflV>-C»^!j 126t HMUK^SU «fBflS-g*J 5 . 1 1 m g 

25 Sr#fc. 

MS Ve (ESI) 401 (MH*-CF s C00H) 
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-2- (1H- [1. 2. 41 fy7^-3-^^7T=^ ) ~ 

la 7-y;tKp/yy-6-ty m7;v^p^t 

«P»Jl 2 6fc*3Vvt, 3-^^^ , b7 P nfc! , ^-^m©^«5^, 1H- [1, 
5 2, 4] by TV—As- 3 - /uSrJBV^T^tefll 1 2 6fc»*S3!U ft 
BflfrMfe2. 5 4mg» 
MS Ve (ESI) 386(MH*-CF 3 C00H) 

3£1fcfllN 3 5. 7- (2-^^V) (fcV<93^-l- 

^, v ^ _ 2 - dfy^/-4-^f;v^v77^) -1. 

10 h U 7;^PPit 

t&m 1 2 6 fc*5V^ 3 - ^ 7° h ^ tf^S&Ottfc* 9 ^ 5 
4 -^-A-trJE V^lli£#!l 1 2 6 £ ISHH^MSU ftlBflS'&fcJ 0 . 7 7 m g «r 

MS Ve (ESI) 396(MH + -CF S C00H) 
15 $ttftll3 6. 7- (2-^^V) -l -^f;V-2-7x=;WV77 = 
(tf^^-l-^V) -1. 7-j?bKP ^V-6-tX hJL 

x—fr&m^xntew 126 mm^si^ tnwi:^* 1 . 4 4 m g §r#fc 0 

20 MS Ve (ESI) 395(MH*-CF 3 C00H) 

mmmiz7. (r) -2-7^7-3- [7- (2- ^^/v ) -1-*^ 

§H«J 1 2 6 Kl^T, S-^^/hT-Dftyt©^?)^ L-i/^X 
25 >T ^fflV^-C^flfrW 1 2 6 t IKHSfcflBBU «aBflfr&*J 4 . 3 8 m g &#fc 0 
MS Ve (ESI) 406(MH + -CF 3 CX)OH) 
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3afcflHl3 8. 7- (2-^^) -2- (2-^ ^Pt>X;V7 7 = 
^ _ ! _ ^ ^y- 8 - (fc'^^-l-^) -1. 7— ^KP/yV- 

5 ^n/*;/- 1 -^-/vSrffiV>TlUfe^J 12 6 &NtifcK:*BBU SiBfl^to 4 . 
5 2 m g ^r#fc 0 
MS zz/e (ESI) 375(Mir-CF3COOH) 

Mt#ll3 9. 7- (2-^^V) -2- (1. 2 -^^^^^^^ 
-l-^^/V-8- (tT^S^-l-^/H -1. 7-i?b^ 
10 h !) 7;vtPl^ijl 

2 evasive, S-^/io&^h^n tftf-^mottfc?*) ^ 
^ v _ 2 -f^--;HrfflV>T» 126 k [UiMiU, aUB^-fr* 3 . 0 
3 m g £r#fc 0 

MS Ve (ESI) 389(MH f -CF 3 CO0H) 
15 ^14 0. 7- (2-^=/H -1-^^-8- (b'^7^^-1- 
_ 2 - (tf U ^i?y-2-<^^7 7^) -1; 
-6 HU7^tPiti 

HWJ 12 6 fcL*5V^ 3 As*? Y f *^m<0<X*> 9 ^ *° V 5 S>V 

- 2-^t-/i'*«v^3Bi« i 2 6 fc mmik&voB . 6 0 m g 

20 £#/c 0 

MS (ESI) 397(MIT-CF 3 C00H) 

gilMl 4L 7- (2-^^/V) -2- 

^;V7 7^V) - 1 8 - (tf^^^-l-^/W) - 1. 

25 UlSflil 2 6}^*5V>-C, S-^^^h^otr^BftO-ftfo*)"^ ih->T5 
py^-A,- 2 /HfrfllVNT^tJfifll 1 2 6 t mmfctQMi^ «|BflS^«f 5 . 
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7 5 m g £#fco 
MS wle (ESI) 385(Mtf--CF 3 C00H) 

artfcfl«14 2. 7- (2 JU) '(^9^-1- 

_ 2 - (f7'/";v-2-^;v^7 7^) -l. 
5 — 6 KP7;^P^ia 

- 2 -f-X-Jl'&m^XnMffl 1 2 6 l^^lclMSU. ^IS-fb^ 3 . 8 6 m g 

MS Ve (ESI) 402(MH f -CF 3 C00H) 
10 3tffi0Ul4 3. 7- (2-^^v) -2- (77y-2->f;^W;v7 

-^r/v) ^*m^xmMMi 2 6 ^wiu, «ii&fb-^Mfc4. 

15 8 4 m g £#fc 0 

MS afe (ESI) 399 (Mir-CF 3 C00H) 

$1 ^114 4. 2- T7- (2-^^V) -l- ^^/V-6-^y-8- 
(fc^<?3?^-l — fA*) -6, 7-i?tKP-lH-7'!)y -2 — f/tsXAsy 

20 HJ£0lJ 1 2 6 l£*3V>-C, S-^^^hypi Iftf-VlfcOttifrO^ 2-**** 
7° hTir hT ^ KSrffiV^riafiW 126i ^ilML, W&M&to 1 . 8 6m 
g &#fco 

MS a/e (ESI) 376 (MfT-CFjCOOH) 

g^gjj 4 5. 7- (2-^^V> (bV-^S^-1- 
25 -Y/V) -2- (^^-7^v-2 f/v^f;^;v7 7=;v) -1 . 7-^tKP 
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- 2 — < AO * * J'*'*-— /V&^-C^ilfcfll 1 2 6 t »*Oilt, ^IB'fb^ 
3 . 3 5 m g SrlffCo 
MS Ve (ESI) 415(mr-CF 3 C00H) 
5 WJ14 6. 7- (2-y^^V) 

_ 2 - [1- (ft7xy- 2 — < A) 3^^A^/V7 -r=Al -1, 7- 

H»ji 2 6^*5v^t n z-*)v*zry?v M°^m<o^y)^ 1- 

10 0 . 5 1 m g £r#fc 0 

MS Ve (ESI) 429(MH f -CF 3 C00H) 

sglifc ftil 1 4 7 . 7- (2-^^A) -l-^A -2- 

^ ;^;i / -2-^^;V7 7=/V) -8- j^<2^2^ zJk^zdM ~ 1 • 

15 4— [7— (2 — •f s f-z^)V) — 2— ^ d 1 — ^ "f-jV— 6 — ^^tV — 6 , 7 

;vxxr;i/5mgSrl-^^-2-tfn!J K^O. 15ml«l, 1-;* 
^VW- 1 H--f 5 Omg^W!) ^A8mg^Px> 

- (r-fe b~ >v-7&mwm (o. i%hy7;^Piii^t) &fflwc 0 ) 

J^-OWIS U ^IB-ffc^ 3 . 7 5 m g 
MS Ve (ESI) 399(MH f -CF 3 C00H) 
25 gtffiSflll 1 4 8 . ' 7- (2-^^/V) -l- pt^-A-2- (4-^/1^^ 
^ v _ 2 -^;^;l,7 7^) -8- (b 9 ^?^- 1 ^ -1- 7 — 5?fc 



WO 03/104229 



PCT/JP03/07010 



197 

$tMM 14 7 fc*5V^ 1 -t^-tV- 1 H— f 5 #-S—)V- 2 }V(D*X 

IU mUfc&m 4 . O 0 m g £r#7c 0 
5 MS a/e (ESI) 41l(MH + -CF 3 C00H) 

gllifefli] 1 4 9 ■ 7- (2-^=/V) -l-^^/V-8- (^7i^^-l- 
WW) -2- (lf7v ? y-2-^;^77^) -1, 
6 h V 7;i/tPitit 
^Jfe^J 14 7 {ElJSV^ 1 - * 1 H f 5 #^/—>V- 2 ^*^" A'Oft 

io *>$tc, 2 -^—^m^xmMMi 4 7 feRHiticfttiau w&fb 

&ty 4 . OOmg 2r#fc 0 

MS Ve (ESI) 411(mr-CF 3 C00H) 

jiMl5 0. 2- (^<y/f7y- /V- 2-^^;W7 7^V) -7- (2 
-zff-^M -l-pt^v-8- (^9^^-1-^^v) -1, 
15 yy^-&-*^ h V 7 /v^rvffigkM. 

mifcm 147 ic^-c, 1 -t^jv- 1 h-^t 5 ?-s*~ a*- 2 -5^— ^<d^ 

^|E^^ 0 . 0 7 m g £r#;/t„ 
MS Ve (ESI) 452(MJT-CF 3 C00H) 

20 mmm 151. 2 - ( 1 -H-^yy^c $ ^a±z 2 -^r^v^/v^ r e^) - 

7- (2-^^V) -l-^^W-8- (tf^7^^-l->f/V) -1. 7- 

v?tKP7'yy-6-ty m7;v^p^it 

HJSM 14 7 fcS^T, 1 1 H T 5 ffy—JV- 2 AXDft 

t><o\^ 1 h — <^y^f % ;v- 2 jv^m^xmmm 147 tmm 

25 |«t, mWt^ 3 . 1 8 m g £r#fc 0 
MS Ve (ESI) 435 (MlT-CFaCOOH) 
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mmmi52. 2- ci. 3. 4] ^r^r^—^-^-^iv 

xju^t—M -7 — L2-zf=f-~;u) - i-^^jv—8- (tV^i^-l — 
£tttftl 14 7 fc^x, 1 sf-jv- 1 h — r ^ )V- 2 ./vo-ft 

5 t><9\^ [1, 3, 4] f7^7/-;V-2-ft- /V&^T^I 

1^14 7i PtfcMl U «gfl&fr£4fe 3 . 6 2 m g «:#fe 0 
MS Ve (ESI) 418 (lffr-GF,G00H) 

^jfe^!l!5 3. 6- [7- (2-^n/V) - 1 -^^vW- 6 -t^ry- 8 - 
(bV*93?S^-l-. -6, 7-'^fc KP-lH-^y ^-2-><7V^^7 

14 7 IC*5V>T N 1 *7U- 1 H — ( 5 /V- 2 /KE><ft 

^«9t-, e-^lO&^h-a^M&JBV^IIiS^Jl 4 7 fclTOteMaU 4(1B 
'fb^ 1 . 0 1 m g 2r#fc 0 
MS Ve (ESI) 440(MH + -CF 3 C00H) 
15 7 — - 2- (4-^ ^^7i=^7t 

-1-^/^-8- (bf^v*^- 1 -1, 7-^t:KP7°yy 

k*)^ 4-* b ^->^<^^^—^m^xmmm 1 4 7 1 iii«L, 
20 mmib'etW4. umg^c. 

MS V© (ESI) 425 (MlT-CFaCOOH) 

^ffig»Jl5 5. 7- (2-^^7V) - 1 — ^=J-?V— 2- (4-=fP7x = 
;i/^;V7r^) —8— (f^i^— 1 — -1, 7-^fcKP7°!)y- 

25 14 7 i£*5V^T, 1 1 H f ^ V^—zV- 2 /KDft 

9 4 -= h o^^* /I'fcJBv^TSWMfl I47i P*g{r#ySU « 
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mik&W?) 1 . 5 2 m g £r#fc 0 
MS Ve (ESI) 440(MH*-CF S C00H) 

mmmi 5 6. n- [2- [7- j2=^±~M 

8- (bf^v^-l — L±) -6. Fo-lH-7'!;y-2-^;V7 

147 tJi&v^ l - ^ 1 H--f 5 2 — /KZ>ft 

N— (2-^^7 p hoi^) T-fe hT5 K«r^VNXll»Jl 4 7 hm . 

Wi^m u wm\&m 2 . 3 9 m g £#fc 

MS Ve (ESI) 404(MH*-CF 3 CO0H) 

10 mmmi 5 7. 7- (2-^rw) -1-^^-2- (5-^^- ci, 

3, 4] fXj£Z^= ^~ 2->f/^^77=^) -8- 
/V) -1. 7-^Kp/!)y-6-tV 

14 7 fc:*5l>-Cs 1 ?VV- 1 H--f 5 jr*S*-fr— 2 — 7V<Df^ 
;fc>*H~, [1, 3, 4] ^T^TV — /V— 2.— s ?"%" — /V^rfflV^T^S 

15 J£0!|1 4 7 J:»MU ^iS-ffc^l. 2 4mg«r#fc„ 
MS Ve (ESI) 417(MH + -CF 3 C00H) 

Hjfeff] 1 5 8 . 7- (2 ~M -2- (4. 6-^^Vt^y^^>-- 
2-^;v^77>/v) -i-^^/v—8- (tf^i^- l ->f/w) -1, 7 

20 14 7 1 -*°?-JV- lH-> f5 W~)V- 2 — ^ — A-iDft 

:b9i^ 4, $i?f-2—nr*- sis&m^xmMWSi 4 7 tug 

mtztm. u wa&fb-a^fc 3 . 1 1 m g *nfco 

MS Ve (ESI) 425(Mir-CF 3 C00H) 

g|jfeffi|15 9. 7- j2=y±~M -l-^^V-2- 

25 — /w— 2 — r;^;V7 r — 8 — ( g^jg 1 — t ^) — 1 . 7 —^t 
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MMW 14 7 fc&V^ 1 -fT-fr- 1 H--f $ ?^/—?V- 2 )V(D ft 

M\z., 4 -^f/vfry-;v- 2 -7-4-— /vSrffiv^mW!] l 4 7 i Rtttc& 

a u uwk&*fo 4 . 0 1 m g sr^fco 

MS V* (ESI) 416(MH*-CF 3 C00H) 
5 gjlfeffi] 16 0. 2 - (^^y^-=3r-9-^— /V- 2 -^/V^/W^ r ~/V) - 7 - ( 2 
-^^/V) (fc°^v?y-l — T/V) -1. 

mmm 147 i^v^t. 1 ih-^$ 2 A-^-ft 

10 U ^fB-f^#J 0 . 8 4 m g 2r#fc 0 
MS mfe (ESI) 436 (Mir-CF s COOH) 

tl#J!6 1. 7- (2-^5^/V) -l-*7vV-8- (b:°^7^^-l- 
^;V) -2- ([1, 3, 4] f~7*JTV'- ^-2-^^7 7=^) ~1. 7 

-^tKP7°!)y-6-ty HJ7/v^-p@^l?^ 
15 mfcfll l 4 7 R:*5vvc> l - ^ f /v- l H-^f 5 2 - f 

t>Vte, [1, 3, 4] fT^ry- A'-2-*-*— /VSrffiVNT^»Jl 4 7 i:P 
MS i/e (ESI) 403(MH + -CF 3 C00H) 

gjjfeffil 16 2. 2 — T y ;v^;i^7 r E^z 7 - ( 2 -r^^/v-) - 1 - ^ gvv 
20 -8- -1. 7-^bPP7 , gy-6-tV hJLZ 

^J£0!J 14 7 fc*3V^ 1 -*<f-JV- 1 H — { #S—)V- 2 —v-ir— JWft 

t> 9 tv }\>%zr? ^zm^xmrnm 1 4 7 1 ^iicMu, *f&fb-&4ft 

2 . 8 5 m g «r#fc. 
25 MS Ve (ESI) 359 (Mff-CFsCOOH) 

mmm 1 6 3 . 7 - ( 2 -zt^-m - 1 -^fvv- 2 - ( 3 - * f;^;v7 



WO 03/104229 



201 



PCT/JP03/07010 



14 7 {^*3V>X, 1 -tf-As- 1 H — f 5 2 -f*-/KOft 

fc>«9t£ % 3-^^V^^^7T=/^7*^>'^T^^§^ffiV^T^!iS^Jl 4 7t» 
5 fell, flUBflS-a^fc 1 • 3 2 m g Sr^fd 0 
MS Ve (ESI) 424(MH + -CF 3 C00H) 

»lfcffil6 4. 7- (2-y^^V) — 1 ~^^/V-8- (tT-^9^-1- 
;£Aj -2- (ft^7^1>y-4->f^) -1. 7-^bKP^Py-6- 

^-^ h y g/^pfEggji; 

10 «#!J 14 7 {£*5V>-C, 1 - ^ *f-)V- 1 H — f ^ 2 /V<Z>ft 

t>v\n^tt/i>7* y v«rffiv>r««i 4 7 kmmizxmvMfcfc&Vos- 

3 3 m g 3r#fc 0 
MS (ESI) 388(MH + -CF 3 C00H) 

mmmi65. 2- [7- (2-^^/v) -i-^f;v-6-t^y-8- 
15 (tr^^^^— 1 -^/^) -6. 7-^bKp-iH-yyy-2 — f/u-x/uy ' 

£%09 14 7 IC*5V^-C N 1 1 H— f ^ ?V—>V- 2 - ^ — 7V<Z>ft 

icfea u waafls-g^ 1 . 6 3 m g &#fc 0 

20 MS Ve (ESI) 405 (Mtf-CFsCOOH) 

mifoM 16 6. 7 - ( 2-^-/1^ - 2 - (N-^y/P gVk2< f2kZ § ^ ) 
-l-^^vv-8- (tf^i^-l-^/V) -l. 7-i?bKp^!)V-6- 

4- [7- (2 -:t*^-— ;v) -2-^pp-i-^f^-6-t^y-6, 7 

25 -i^t KP-lH-7°y V-8--f;V] fcV<7 1 t-7*f 
;Vx^6mg?rl-^f^-2-lfP!) r/O. 15nlfcjmu N->f 
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y zfn vjvt^jvr $v3 0/i i &*nx.fc 0 8 o'Ci^-c i 2 ^WiftLfct, m 

m^^^^nxRmm^mm^o r©aasrMJ7^tp^o. eom 

9 7 ^ - (Ti? h = h y ( o . l % h y i^n^r) fcffl 

5 VVfcJ KTttMU 6 6mg£#fc 0 

MS (ESI) 358(Mir-CF 3 C00H) 

mmmie7. 3- T7- {2^7±^M -l-y ^v-e-^y-s- 

10 4- [7- (2-^^=/V) -2-^PP-l-^^-6-t^y-6, 7 

Kp-iH-yy^-s-wvi-] tV^^- 1 — t—zff- 

•74— (r-fe h= h y /v-TK^HrtS (0. l%hy «:fflv> 
fco) fcTUHKU «HBfls#*l. 0 2mglr#fe. 
MS Ve (ESI) 404(MH*-CF 3 C00H) 

^1fefilll6 8. 4- T7- -l-*^/U-6-**y-8- 
20 (tf^<9^-l->f/^) -6. 7— S?fc KP-lH-^yy- 2-^/^>] 

-^Srfflv>T^l£«»J 1 6 7 t HHHt-^SU *flBfb'&4tJ 2 . 7 6 m g £#fc<, 
MS Ve (ESI) 404(mr-CF 3 C00H) 
25 Hjife^ll6 9. 7- j2=?±~M -l-tf-^- S- (^7i^^-l- 

^/u) -2- (3- n?/u^^) -l. Ko^'jy-e-ty Mj 
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-/vSrfflv>THJfe^J 167i: ^gSfci&SlU ffflBfc&lb 3 . l 4 m g &#fc 0 
MS Ve (ESI) 393 (mr-CF 3 C00H) 
5 gjjjgj 17 0- 7 - ( 2 -^~^) - 1 - ^ gV^z: 2 ~ ( 2 - f^^/V7 
7 ^;l/7xy^) -8- (e^v^- 1 -^vv) -l. 7-^tKP/!)y 

/V^r^V^X^^Jl 6 7 tl^l^SU ^ISte-a^. 5 0m 

10 g £#fco 

MS (ESI) 425 (MH*-CF 3 C00H) 

tlil7 1. 3- [7- {2=7±=M -l-*^-6-**y-S- 
(if^-J^-l-^JV) -6. 7-v?fc KP-1H-79 V-2->T/V^-^iX] 

15 4- [7— (2— -2-^dn-l-^f^-6-^y-6, 7 

-S?t Ko- 1H-7U ^—8 tV^S^ — 1 — t — 

;H7f^5mg, xf;Vx^f/H OmgSrN-^ 

f;Hfn y K>-0. 2ml lC»«?U T^fl^ h V 8 m g £2JP;t fc e 90^^ 
T3l$ra&#U RJfcifctelN-ifilfcSrJn*.* B»xf/H:tttWlfc, *$5S 

20 srsgatu nm&^?;—*o. 4ml, 5N-*»fttH; »7^tK^o. i 

mlMU 5 0° CfcTlfrfcitttLfc. S^l-lN-^m=SriP^> 

fc.aaE&i»ffi#i*3S»tf|:* b?^77^- (7"fc h~hV />-7k*«HMB ( 0 . 
l % h y :7;v;*-Pim^r) SrJflvvfc.) KroWKU Wl&fb-a^ftP 1 • 0 9 m g & 
25 #fc„ 

MS Ve (ESI) 423(MH*-CF 3 C00H) 
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Hjfeff] 1 7 2 . 4- [7- -l-^f;V-6-t^ry-8- 
(lf^7^y-l-^^) - 6. 7-v ? fc: KP-lH-yy ^-2-^/V^v-] 

5 ^^x<rsis*m^xmMM 17 it mmztomi^mmfc&vo 1 . 

5 5 m g ^r#fc 0 
MS Ve (ESI) 423(MH*-CF 3 C00H) 

mmmi73. i - (2-^^/v) — i-^tw-s- (^7^-1- 
-2- (2-hy;vt^» -1. 7-^tKp^jy-6-ty by 

10 

4- [7- (2-^^A-) -2-^nn-l-^-6-t^y-6, 7 
-^fcKo-lH-7'!Jy-8-'f;v] tr^S^— 1 — ifr/v^SI t 
Acn^-r/Wmg^r 1 —**-Af— 2-fcTu y K^O. 2ml|:ij|U 2-^^- 
;l-7x;-;V5mg, J^gft^r y 8 m g £r#H;L, 9 O^fiT 5 ^tt#Ufc„ 

w_ (7*-fe h n h y jv-fcmZWm ( 0 . 1 % h y ^/i^ngl^^f) SrJB v^fe.) 

fcL-cJtiS «iBfls<g4& 4 . 4 o m g £r#fc 0 

MS Ve (ESI) 393(MH*-CF 3 C00H) 
20 iMJl7 4. 7- (2-^=/V) - 1 8 - (fcV<7S^-l- 

^;v) -2- (4— bg^^) -l, 7-^tKP7 p yy-6-ty by 

HJfefll 1 7 3 m*5V»-C* 2-^^7x7- /V<E><ft;b 9 fc. 4-^^/^7^/ 

-^srjB^-cujsfli i 7 3 1 mmtemmv^ m&it&m 3 . 9 5 m g £#fc 0 

25 IIS Ve (ESI) 393(mr-CF 3 C00H) 

mmmi7 5. 7- -2- (2-* h*^?*.;*^) -1 
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j —A'tm^xfrnm 1 7 3 1 rhi^su ws^m 5 . 2 4 m g &#fc 0 

5 MS Ve (ESI) 409 (ffir-CF 3 C00H) 

7 6. 7- j2=2±=M -2- O-^ h#^7xy^i/) -1 

10 7 -^Srffl V ^-C^»!l 173J: l^fci&yg U ^15^^ 2 . 8 4 m g £r#fc 0 
MS Ve (ESI) 409(MH*-CF 3 C00H) 

^J17 7. 7- (2-^^V) -2- (4-y> l^^^/^V) -1 

8- (tf^7^^- 1 -^/v) -l. 7-^b Kp7yy-6-ty 

15 MMM 1 7 3 fcl&V^ 2-^^/V7^y— /KZ>ft:b«9^ 4-^ h^V7a: 
y ~^SrffiV>-CH»!l 1 7 3 h ^il^lL, ^IB^^i 5 . 6 1 m g £#fc 0 
MS Ve (ESI) 409(MH + -CF 3 C00H) 

g|jBfe#117 8. 4- [7- (2-^^/V) -l-pt^V-6-^-^y-8- 
1 -4 >\A -6, 7-S?fc Kp-1 ii — zf]) ~y— 2 — ^■f/W^'^rV] 

20 ^<^if v^/v^;^y §j; h y 

17 3 fc^T, 2 * 7 — D fcx 4 - 1 Ko 
i/^^^v^^T^ KSrfll^-C^IiSm 7 3i»Mt, ^!Bte-a^4. 2 
1 m g £r#fc 0 

MS Ve (ESI) 458(MH t -CF 3 C00H) 

25 #lW!ll7 9. 4- [7- - I - **f-;V- 6 -**V - S - 

(tf^7i^-l — fM - 6. 7— S?fc Kp - 1 H-7'J ^- 2 -^^=3r^] 
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4 . 2 4 m g tr#fc 0 
5 MS m/e (ESI) 434 (JfflT-CF 3 C00H) 

gjjjfcffll 1 8 0 . 2- T7- - 1 -**f-JiV- 6-^y-8- 

(tf^7^^~ 1 -^>>V) -6, Kp- lH-yi) V- 2->f 

^Jl 7 3{^*5V>T, 2-^^7*ywl/©^"9t, 2-^T/7^/ 
10 -/W&J^TllJfc^l 173t HUH^toSU ^i&ft-g^ 5 . 2 6 m g &#fc„ 
MS Ve (ESI) 404(MH f -CF 3 C00H) 

gjjfcff] 1 8 1 . 4- [7- (2-^^V) -l-^^V-6-^y-8- 
(tf*<9 3^- 1 —fM -6, 7— S^t KP-lH-^!)y-2-W^] 

15 ^0!J 17 3 ^*5VNT, 2 - ^/u:7 * y — ;V(Djtt> »9 fc, t 4 - t Y'n 

^ KS:ffiV>T^»J 173i HIUMIL, ^fB-fb-g-^ . 8 0 m g £r# 

MS (ESI) 422(MH f -CF 3 C00H) 

g|jfe^ll8 2. 2- T7- -l-pt^^-6-^y-8- 
20 (fcf^^^V- 1 -JM - 6. 7-'^H KP- lH-7"y V- 2->Y/V^^] 

1 7 3 K1*5V^T, 2-^^/^731^— sV<Dftt>V)\^ 

cc^/v^^^v^^vN-c^wj i 7 3 tmmz&m^, mmik-s-yoi. 

3 8 m g £r#fc„ 
25 MS Ve (ESI) 451 (Mff-CFsCOOH) 

^»J18 3. 7- (2-y^n/V) -l-^^W-8- (fcV<9 3?>*-l- 
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- 2 - (\£ y 2 -<{ -1. 7-^tKP/yy-6- 

/l^JEV^T^ffitflJ 1 7 3 b ^iK^IL, WRflf^* 1 • 1 2 m g &#fc e 
5 MS Ve (ESI) 381 (Mir-CF s C00H) 

$1ftffill8 4. 7- (2-^=/V) -2- (4, &- *?*<f-fl>}£})S>i?l'- 
,y**ci/) - 1 8 - (^7^^-!-^^ -1. 7-S?f 

Kpyyy-6-f/ h y 7/v^-p§^^^ 

HJS^J 1 7 3 ^*5V>T, 2-p»^7*/— A'Wft^O^ 4, 
10 t° y ^ S^- 2 -^-—^SrffiVN-cmfe^J 1 7 3 k Hil^Ib> flHBfls-a-w 0 . 
6 6 m g <Sr#fc„ 
MS Ve (ESI) 409(MH*-CF 3 C00H) 

$MI18 5. 3- [7- (2-y^7V) -l-pt^/k-6-^y-8- 
(tf^S^-l-^) -6, 7— S?fc Kp-IH-/ 1 ; >l>iC*V\ 
15 ^y'77i K h y 7 jv^rv^fcWM. 

4- [7- (2— ^-^AO -2-^nn-l-^f^-6-t^y-6, 7 
-i?tKn-lH-/!Jy-8-'f;v] ^7^-1-*^*^ t-zf^ 
;Vx^r;V6m g „ 3-kKn ^rv^M^ m^vl^^/V 1 0 m g <SrN-^ 
f^nU K^O. 2ml^lU OmglrMt 90*0^^ 

20 3 Rfrlfll&ttU Kf&ifcfcilN-ifiifcSran*^ g^gfe^^^^ttWb^o ^rtiiiSr 
ML, aS^7y*=T (7N^^/-;H») 1. Oml 5 0° 

(0. l%hy ^/V^Pf^^T) *fflV>fc.) K-OMU «fBfc£4&l. 9 1 

25 m g 3r#fc 0 

MS (ESI) 422(MH f -CF s C00H) 
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-3. 5-^f^?^» m y/ud-qffflfcttt 

4 _ [ 7 _ (2-^^=/V-) l-p»^A'-6— **y-6, 7 

5 -i^t kp-ih-^ ^-8-> r/H tr^^-i-*^*^* t-y^ 

3-^-3, 5-^f;^Ift8mg, »y^8mglriPx., 1 0 CC 

10 f^P?^77^- (T-feb-hyA'-*5R^«WB (0. 1%M)7^p 
BE&£^T) SrJ8V\fc 0 ) fci"t«HKU aNEW&fr4l>2. 7 1mg£#fc 0 
MS (ESI) 451 (MH^-CFsCOOH) 

8 7. 4- [7- (2-^~A0 -l-^^V- 6-^y-8- 

15 - 3 -7^3-0 h ]j 

H»J 18 6 ^*5V>T> 4-tKP 3 , 5 - ^/U5fe,6*«<&ttfc> 9 

3 - - 4 - 1 Kn **/&&mk*m^xmMm 1 8 6 1 mmiznm 

U «IiHb£*& 3 . 4 9 m g £r#fc 0 
MS (ESI) 441 (Mir-CF 3 C00H) 

20 mmm\i88. T4- [7- (2-:^=*0 -i-^^-6-^y-s 

- (V^y^-l-Sfr) -6. 7-^bKP-1 H-7'yy-2-^^ 

H«J 18 6 ^*5V>T, 4 - fc KP*^- 3 , 5 - V* ?-A&&m&.<D$i*> *) 
(4-fc Kp^->7x=;w) |»Srfflv^SaS«l 8 6 fclBMSteJaaiU «IB 
25 -fb-n^ 3 . 4 5 m g 3r#fco 

MS m/e (ESI) 437 (MH*-CF 3 C00H) 
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$M18 9. [2- [7- {2l=2±~M -l-^ ^-6-^y-8 
- (bV^^y- 1 .-AAA -6, 7-^fcKP-lH-^yy -2-^;^ 

mmm i 8 6 ^*sv>x. 4 - 1 3 , 5 9vv^s#m<£>ttfc> •? 

6 fc x (2-t KnWx=;w) ^mSrfflVNT^^Jl 8 6 fcHf KlfelU, «|B 
MS a/e (ESI) 437(MH t -CF 3 CO0H) 

jiil9 0. 2- (2-7W7xy^^ ) -7- (2-^~/U) -1 

io h 1 ^A^gBEBfcfea 

311 u ena-fb-a^fc 1 • 9 9 m g &#fc„ 

MS (ESI) 421(MH + -CF 3 C00H) 
15 gUfcffi]19 1. 7- (2-^^V) -2- (2, 6^Z>±±HZ^Z±j^ 

18 6 l£*3V^ 4 - fc Kb 'frf- 3, 5 - ^ ^Tl'SfcJMHftOttfc 9 
fc % 2, 6-i?7^*P7*y-^tiV^«|[«l 8 6 iWI*R:*HlU ffC 
20 ik&VQ 5 . 2 6 m g <§r#fc 0 

MS (ESI) 415(MH f -CF 3 C00H) 

Hi 19 2. 7 - ( 2 - zf^M - 1 ~ * gvk lZ 2 '^9 yjk** ZJZ 

(if^^-l-wVv) -1. 7-t?fc L 

25 18 6 lC*5V^ 4-tKd**/-3 I 5 - V* ?VVg?MS*©ttfc> 0 

2, 3, 4, 5, 6 — ^V^/l^ia^ay— /V«r/B^T«0il 8 6 fcRl 
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fll fcffl-SiU %mfc&® 5 . 6 1 m g <Sr#fc 0 
MS ml e (ESI) 469 (MH*-CF 3 C00H) 

_ 2 - f4- (tfP!l^/-l-^^) y^y ^f-Vl -1. 7— 
5 t KP7"y 6 -^-^ h 2 7;VtP^t 

4- [7- (2-Zf^=^M -2-^0P-l-^f^-6-t*y-6, 7 
-i^t Kci- 1 H-ZfV is— 8 -W/Vltf^^^V— 1 — 3&/l'3#>'Hft t —'ff-A' 
i^f/V3 0 m g lr 1 f /V- 2 - ^ P U 1 m 1 1- (4-t 

Ka^ix^vy^T/V) lfnyi?yi5mg, »!)!>Allmg4M> 10 
10 0°CfcT2. 5^S^Lt 0 ^&?Kfc7K«rin^. N SKx^lCtiWLfc. *T 

MS Ve (ESI) 476(MH f -CF 3 C00H) 

15 

tt^Jl9 4, 2- T7- (2-^^V) ~ l-^^-6-t^y-8 - 
(b°^7v^- 1^£M -6- KP-lH-7°y^-2-^/^^] 

-N- r 2 - (b°^u 1 — y/u) ^gvvj ^vyr gjf fcj> 7/^^pBH» 

20 2-fc Kn^v'-N- [2- (^Dv'y-l — f/u) ^fvKl 5 K 

sr^v-ciiififfii i93i mmz&mv, ww\&*h 3 . 0 5 m g s^fc 

MS (ESI) 533 (MT-CF 3 C00H) 

mmmi9 5. 5-t-^^v-2- [7- (2-^^/w) -i-^^/v-6 
(tr^s^-i-^AO -6, 7-^tKp -iH-7'yy- 
25 2 -^vm-^i ^yyzi k hi) 7^a-vffim.m. 

mMW 19 3 fc*5V^, 1 - (4-t KB*^^^) y *Sl/<Dftt> 



WO 03/104229 



PCT/JP03/07010 



211 

mik&yo 0 . 8 2 m g £r#fc 0 
MS Ve (ESI) 464(lfff-CF 3 C00H) 

mmmi9 6. 2- n- (2 -i-*^-6-*-*y-8- 

5 (n'^^-l-^f^) -6. 7 - ^b Ko - 1 H-^D y- 2 -^;^;V7 

mmm 193 kssv^-c. 1 - (4-tKp y 

7 0 m g £#fc„ 
10 MS Va (ESI) 439(MH + -CF 3 C0OH) 

$i«19 7. 6- [7- (2-^^V) -l-^^;V-6-^y-8- 

i-^ao -6, KP-iH-yyy-2-><^7-;/] 
HJfcpiJi 9 3fc*5vvc> 1- (4-tKB*wy^) 'tfP!)s?v©ftb . 

15 6-7^ = 3f^75 KSrJBVvr^ifcfll 1 9 3 ^itffilU ««-fb 

-g-^J 1 . 4 3 in g £r#fc„ 
MS (ESI) 422(MH*-CF 3 C00H) 

WJ19 8. 3- r7-'(2-^=/U) - 1 - 8 - 

(^<7^- 1 -^vv) -6. 7— Kp-iH-yyy-2 — r/v^-=¥->] 
mmm 1 9 3 kijsvnt, 1- ^5^^ 

3-fc KP^t'="r/7 5 KSrJBvvtSfefcm 9 3i:RliMU U 
aa-ft3-a*l. 4 4mglr#fc.. 
MS Ve (ESI) 423(MtT-CF 3 C00H) 
25 g|«19 9. N — t — "f'f'fV— 2 — [7- (2- ^^V) -1-^^vV- 
6 - (fc'^^V- 1-^f/V) -6.'7-^t KP-lH-ygV 
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5 MS Ve (ESI) 477(MH*-CF 3 C00H) 

SftHfeflll 2 O 0 , 2 0 1. 2- [7- (2-Zf?-~M - 1 6 

v-8- {M^if-y-i — (M -6. 7-i^tKp-iH-yyy-2-^ 

9 3fc*5VvC, 1- (4-tKB*^W) IfnP^V©^*? 
10 2-75/^77^ FfclV^t«t«l 9 3 i««im *&te{BJ« 

mk-Btm 1 • 3 6 m g , ^NBttfla«lBfl2'a* 0 . 3 9 m g £r#fc 0 
US V« (ESI) 477(MH + -CF 3 C00H) 

g^ifcfltl2 0 2. N- f3- [7- (2-^^/ V) - 1 - ^ 6 V 

-8- (fc°^^-i-^v) -6, 7-^tKp-iH-^i)y-2 — rvk 

ISttitil 19 3 fcLSSWC^ 1 - (4-kFP ttts^lfSJAd tf u y s?^©^*? 

3- Tir hT5 K7~y— /I'&ffiV^^lififlll 9 3 2; HUHi-MSU W 
10. 7 9 m g 5r#;fco 

MS mf e (ESI) 436 (MtT-CF 3 COOH) 
20 ggfeg»J2 0 3. N- T4- T7- (2-^=VV) - 

-8- (tr^<9^-l — f^) -6, 7-i?l:KP-lH-^ V-2-^ 

#Ufc0!1 193 ^*3V>r N l - (4-tFP **s<*zsV4M y i^oftfe 

4 - T ^ i>75 h*7^/—j^m^xmmmi 9 3 tunnies u bib 

25 te^^I 11. 3 8 m g ?r#fio 
MS Ve (ESI) 436(MT-CF 3 C00H) 
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^I9.ni. 2- fN— T7- (2-S^=*) 

1 — -6. 7-s?tKp-iH-^Dy-2-^] 

»ji9 3wr, l- ^5^®^ 
5 V) ^ N _^f;v7^ h9=/H»Srffiv^H16Wl 9 3 ^iMU «Efl5 

3 . 4 8 m g Sr#fc 0 
MS Ve (ESI) 436(MH*-CF 3 C00H) 

attft fai 9. a § . 2- T7- (2-^^ - 1 6 -**y- 8- 

10 3? JUMfc hJLZ ^ p gWMtt 

3WS«l9 3fc*JV^ l- (4-kKP#WW) tTnPS^Oftto 

9 ^ -p- v f-svm&m^-cmMM i 9 3 1 nwz-9B&& u 5 . 75 

m g ^r#feo 

MS Ve (ESI) 423(lflT-CF s C0OH) 

15 mmmzofi. 2- L3j= ( 2 -^=,v) -i-^v-e-a-^y-s- 

(V^W-I-JAA -6, 7— S?fc Kp-IH -^'J ^-2->f/WT^y] 

£16091 9 3fc*5wc. 1- (4-tKn^y^;v) eoy^©^ 

20 WaMb^* 0 . 9 1 m g £r#fc 0 
MS Ve (ESI) 457(MH f -CF 3 C00H) 

tfe fSlP.n?. 2- [7- (2-^^ V) -l-^^V-6-^y-8- 
(fcV^S^-l-^) -6, 7-^KP-l H-^'Jy-2-WA>7 

25 £ffiftl 9 3K*3V^ 1- (4-tKP^^^) tfnys^©ft*> 

^^y^/v^^v^ffiv>-c£iS0iJi 9 3 t^i!-felt> ^fa-fb-a^i 
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0 . 6 6 m g £-#fc 0 

MS mfe (ESI) 467 (Mlf-^COOH) 

^*feflU2 0 8. 3- [7- -l-^^W-6-^-^y-8- 
(fc'^v^-l -WW) - 6. 7-i?t Kp- 1 H-ZU y- 2 - ^;l/t^r^] 

5 b° y 2 /nfl^Mfc h J Zzk£gHgg 

gafrW 1 9 3 fc*swt\ l- (4-tKp^^A;v) tfay^ofU? . 

3 6mgSr#fc 0 
MS Ve (ESI) 424(lffl*-CF 3 C00H) 
10 SlttW2 0 9. N [2- T7- (2-^xyV) - 1 ±^ZL 6 -shfr V- 
8 - (tfs<7i?i/-l-sfM -6, 7-^tKP-lH-ygy-2-^;Vt 

Hlfiflll 9 3 |£:|3VVT\ 1- fo JJS^<£>ttfc> 

2-T-fehT^ K7*y— /uMWCldMll 1 9 3 i:PI«fc*!!s3llU *1B 
15 -fb-a-^I 0 . 1 2 6 m g 5r#fc„ 
MS (ESI) 436(MH*-CF 3 C00H) 

mmm2io. 2- a- (2-^=/v) -l-^^-e-a-'fry-s- 

20 f!Jf;vllOOmgJ:^W^2Wh7tKP77>1liO. 7 
6ml £tN, N - i?* f/U*;VA7 U'lml U i^xf;VV7 / * * * 

* — H09jil, MJxf;V75y2 50/ 1 lttx:,ia-e5. 5ttrl)f]ft& 

1 fil£4 - [7- (2— ^'f'^Ad -2-^OP-l-^f^-6-t*y 
25 -6, 7-^t KP-lH-^Py-8-' (W] tf^7 i^V- 1 -^7^7j?^ t 
-^f;H^^2 0mg N JfcHfcfry 1-^^-2-tToy KVlml 
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*jnit, i5omi. 5«#tfc. Rj&m\*7k*to*.s mk^Mz.x 
b y yjv^-u^m^^) ^fflv>fc 0 ) ^-tftMu^fate^ i . o 6mgr#fc 0 

5 MS Ve (ESI) 450(MH*-CF 3 C00H) 

Sfe1ifeflil2ll. 7- (fcT^S^-l- 
_ 2 - [2- (f7/P^-3-^V^;V) -1. 7- 

Hjsm 1 oic^-t. v?^w-; v<Dfu><!H^ ^r^y^Srfflv^r^ 

10 %09 210i PHI^SU ^IBte-g^ 2 . 1 0 m g &#fc 0 
MS ml e (ESI) 494 (MH*-CF 3 C00H) 

^•fefe^ll 2 12. 7- (2-^^VV) (tf-^9^-1- 

_ 2 - f2- (fpy^y-i-^^^) -l, 7-v> 

15 2 10 MSSV^T, v?p< ^ ><Dftt> 9 y i^fc^-CHife 

0!l 2 1 0 t mm^M U ^IB-fb^ 6 . 8 6 m g £r#fc 0 
MS Va (ESI) 476(mr-CF 3 C00H) 

^tiS ffil 2 1 3 . 7- (2-^^/V) -l-^/U -2- [2- (^-/V^y^ 
20 K y ^/V^-pglF^^ 

^life^l 210 ^*3v^t, >^ 'f'jvy % i/<Dftt> v ^/v* y ^SrJB wr^iS 

m 2 1 0 i Pil^lL, ^IBte^ 3 . 6 3 m g <£r#fc 0 
MS m/e (ESI) 492 (Mir-CF 3 C00H) 

3 ^1214. [7- (2-^^/V) -l-^^ /V-6-^y-8- (^ 
25 ^v^-l-W^) -6. 7-^Kp-1H-^'J'/-2-^ 1 7tb = 
HJ;i/ h y 7;VtPjiii 
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jjfj2 15. [7- - ff-As- 1 6 

4- [7- -2-^nP-l-^f^-6-^y-6, 7 

5 Ko-iH-yp ^-8-^7V] tV^S?^- l-^/Vtf^ t—^f- 

;l/x^f^8mg?r7t h U/VO. 8ml|:^$U Tk^t;^ h y # ^ 8 m 
g &Atl;U 6 O'Ci-T 3 B#POT#Lfc 0 KJ&Wifc 1 N-ltH-grflnx.. antac^ 

mmzmtezkmmmfcfv^ v#yy<<— (r-t h= h y>v-imw§m (o. 
io i % h y £j3v^c 0 ) fcxmm u *giBte-a^ i.8 5mg(^ 

j&0!l2 14), 2. 2 0mg (H3S0I12 15) £r#fc 0 
(HISM2 14) MS m/e (ESI) 326 (Mir-CF 3 C00H) 
(H;KS0!l2 15) MS m/e (ESI) 367 (Mir-CF 3 C00H) 
H;tfc#!)2 16. 7- (2-^^W) -l-^^V-2- 
15 *0 -8- (fcV7^/-l-^^) -1. 7-i?tKP^gy-6-ty h 

y yjv^-uwWM. 

4- [7- (2-^^^V) -2-;PB-l-^f^-6-t^y-6, 7 
-v?tKn-iH-7'!Jy-8-'f;v] fcV^i^- 1 -^/Vatf^ t -Zff- 
;Vx^f/V8mgmhyO. 8ml(C^HU tK^^ h ]) V & 8 m g 

20 6 cc^TaNFffi^ufc. Ej&mfciN-mm&M*., mwt^M^xm 

iS*lB*J(S3*«!fr^a^b^9 7-r- (Tir h= h y A—7km^W)*B (0. l%h 

y 7^i3^^^r) sr^v^o) td-c3»»iu x mm&® 1 . 1 7 m g 

MS Ve (ESI) 343 (MH + -CF s C00H) 
25 jHfcffl.1217. 7- (2-y^~J\s) - 2 ~^^-^-jV- 1 - pt J-jV- 8 - (tf 
^9-^^-1-^^) -1. 7-i?t:Kpyyy-6-ty H)7;^pjj 
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h V ^^^y^T-fe^-V^B O/i 1 tr-r h7t Oml 
L> n-^^y^!?^ (1. 5 6M^^ft«) 0. 27mlft-78tt 

5 fc4- [7- (2-^=^) -2-^nia-l-^^/V-6-^y-6, 7 
-t?tKn-lH-7'Py-8 — f/H tr^^^V-l-^^^ t-zf*f- 

-/v l.omi fc:»#u y^iomg ^*nxfc 0 mt? i t$ra»#^ 

^a-7f^77^f~ (T*feh=hy^-*5R^»*H (0. l%fP7;^pft 
W&m) &fgWc„) KTttWU iEft^*l.'0 6mgft#fc. 
MS Ve (ESI) 31l(Mir-CF 3 CO0H) 
15 tii2 18. 7- -l-^^V-8- (bf^7^>—l- 

_ 2 - (7"P/^-2-^7^^V) -1. 7-^t KP7'yy-6- 

4 _ [ 7 — (2 — -ff-^-A^) -2-^PP-l — .?* ^"/V— 6 -t^7- 6 , 7 

-$?tKp-lH-7°!Jy-8-'f;H tr^S^-l-*/^^ t-^ 
p/ y^ ;v2 0 m 1 'J *7^6mg£Jn;t^mt-T5H#W*#Lfc 0 

f Co rW^-^PPl^lfii5mgS:JD^ -7 8^131X15^^1-^ 

25 »s«uiffifliiH- h y i> A&fnzK^Srflnx., -^^ o a ^ ^ ^m-ctt ffl 
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>v-immm (o. i%fy7/vta^t) &ffiv^c„) KiTsfitssb, his 

4k&W9 0 . 8 9 m g £#fc«, 
MS a/e (ESI) 377 (Wf-CF 3 C00H) 
5 #gjfe#i]2 19. N-T-fe^-N- [7- -l-pt^-6 
-^y-8- (tf^S^-l-^/H -6. 
2 — OH T-fe hT^K 7sv*nffiW£lM. 

4- [7- (2-^=/V) -2-^ad-l-^f;V-6-^y-6, 7 

-i?t Ko- m-zf]} is— s—' f/v] tr^^'^v— i x-zf'f- 

10 ^f/V8mgS:2 0%T>'*=T^C»SRO. 2ml|!lj§»U 8 O'C^TT 5 
I^TO#UfCo RiS*S:»*b % a^t: 0 y^^O. 4mlWU *fe*SB» 
0 . 0 5ml^rJPi, 4 8 B#raft#Ufc 0 'KJS«tSr*«IU B^«r h V 

thsHI^WW (0. l%H7;^p^t) SrJBvrfc.) fc:T«f 
15 »U 4 9mg£r#fc, 

MS Ve (ESI) 386(Mr-CF 3 C00H) 

gglifcflll 2 2 0 . N— f 7 — (2-^^M -l-^^/V-6-^-dry-8- 
L^±2j^>l= 1 =d2kH - 6 ■ 7 - Kp - 1 H-^'J y~ 2 - >f^] 7t 
h2HK hP y^a-PBEMfcg 

20 4- [7- (2-^^/V) -2-^nn-l-p«f;V-6-^y-6, 7 
)?a-lH-7'y^-8-^;i'] tf**?^— 1 -^/v^v^ t—-ff- 
;Vx^r^8mg^2 0 %T ^^^TtR^O . 2mli«U 8 0^^X5 

^ram^ufce sjfom&jiimu aBt*try«?vo. 4mii*u 

o. o 5m i srAnx, ^mi--c4 8R#re&#u*:„ Rjkm^fsm^ mm*** 
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MS Ve (ESI) 344(MH f -CF s C00H) 

aaifli2 2i. C7- (bf 

5 ^j?^-l->OW) -6, 7-S?t KP-1H-^'J y-2->f^V] T 
;VxW8iiigil-^^-2-^y KVO. 15mlfc**L, t K» 

h ^ 7>f _ (r-feh^by/v-TK^lftti (o. i%bP7;^p^t) 

15 MS Ve (ESI) 342(Mir-CF3C00H) 

ti«2 2 2. N— f 7 — (2-^ ^ /V) -l-pt^V-6-^^y-8- 
*>^-\-4AA -6. 7-^KP-lH- 7gy-2->f;V] 

4 _ [ 7 _ - 2 -^n H-l-^^-8-**y-6, 7 

/V3i^^V7mg?rl-^^-2-tfi='y KVO. 15tnlt*U = 
i?yiOmgSfM, 9 O'Cl-Tl 2«FlB»#Ufc. RJS«*:*»U b 

25 7/V^-o^^) &fflV\fco) fcl-C*£$4U *»fl5^*3. 2 0mgSr#fc„ 
MS ale (ESI) 344(MH*-CF S C00H) 
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i ->f/H -i. T-^KPT'iJy-e-r/ KU^^PB^^ 

a ^ 4 _ [ 7 - -2-^PP-6-t »y-l- (2~b!M 

-6, 7- ^KP-lH-yjy-8-^] 

4 _ [7 _ (2-^=/v) -2-*»u-6-:*-*y-6, 
1H _^yy_ 8 -xf;l/] 1 -*/U^^Mft t-^/V«^5 

Omg&N, N-^f/W*^7§ Kl. 2m 1 (2-^tM 
S^^VV) MM f;VV7 V 4 4 m 1 > ISBfe* y^34mg SrJn*:, MBIT 

5 5 m g &#fc„ 
^-NMRCCDCIS) 

8 0.07 (s, 9H) 0.97 (t, J=8. 4Hz, 2H) 1.49 (s, 9H) 1.82 (t, J=2. 4Hz, 3H) 
15 3.40-3.44 (m, 4H) 3.58-3.62 (m, 4H) 3.71 (t, J=8. 4Hz, 2H) 4.92 (q, J=2.4Hz, 
2H) 5.67 (s, 2H) 

h ) 7 _ (2-zf*f-~J>V) - 2 - * ^-)V7s)Vy 7 8 - (^7^/-l- 

j )\A -l. T-^yp^D^-e-i-y HJ 7/V^-Pg^M^ 

4 _ [7 _ -2-^BB-6-*^-l-'(2-hJ>^ 
20 /i^?»**h**o«*-/i'> 7-^tKa-lH-/y^-8-^H tf 

x^^- i -%;vi£l/m t --7fA'=-X i 7-A'6 mglrl 2 - trn 

i) r/O. 15mlMU tf-AstAsU-ff-y (3 0%, ;<*/-/vW0 

5 o /x u y^iomg mmz.x 5 ^^m#bfc 0 R^ttldlS 

25 a^^r b y 7/U*t»fi»0 . 6 0ml Mt* 5 B#W&#^ 
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y;v-7K»®J*B (0. l%hV 7>v*nmk%^) £JBV>fc 0 ) KTttJiU U . 
mfc-fryo 3 . 9 9 m g £r#:/t„ 
MS ale (ESI) 319 (Jflf-CFsCOOH) 

^12 2 4. 7- - 2-^y^Pbf7VX7V7T-^-8- 
5 (b:V<7^-l-wVV) -1. 7-^K P7'^-6-tV b p 

^Jfe^ 2 2 3 IZ1*5V>T, ^W^*^^Oftb5^ ^a^V-2-^ 

m g £r#fc 0 
10 MS Ve (ESI) 347(Mir-CF 3 C00H) 

aflfrWI 2 2 5. 2 - t --/W;V7 r^- 7 - ( 2 -^^) - 8 - (fcT 
^^V-1-^M -1. 7-^KP^U-/-6-t y MJ7^PBi 

«flM2 2 3*<1*3VVC, p«^-A'^/l'*^^V©^*>0te, 2-^^-2-^ 

15 n/< ^^--/u -r h y ^aisrfflv^«« 2 2 3 1 raiMi, flwa-fb-a- 

m 2 . 9 9 m g 2r#7c 0 

MS Ve (ESI) SeKMHM^COOH) 

aMhfa |g2 6. 7- (2-^^v) -e-^y-8- (tf^^-i- 

^/v) -6. 7-^t KP-lH-T'D h y 

20 flEMfetft 

4- [7- (2-^=7V) -2-^PP-6-^y-l- (2-hy^^" 
;^7^b^^^^) -6, 7-i?eKP-lH-7"yy-8-^] t° 
! t -^;H^f^6m g & 1 -^^"/V- 2 - fc? n 

3 pyo. 15ml Kl»#U '/T^ftt h!)!?A8mg, y "7 A 1 0 m 

25 gSrJH*., BO'ClCtBPJIIMBI'Ufc. KSRfcffflUMST^S'A^JWIt 
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*mm%kmmmft? h^?7^ cr-tr b-bv^-fczk&wim (o. 1% 
b y 7s\s*vffim^) zm^tco) k:t*#$su ^tate-a-^ 1 . 4 6 m g zm^o 

MS /z/e (ESI) 298(MH + -CF 3 C00H) 

5 m-mm2 2 7. 2- T7- - 6 -^y-s- (t^s?^ 

_!_^^) - 6 , ^7-; 

4 _ [ 7 _ -*-*y- 1 - (2-fy^^- 

h^S^fvV) -6, 7-^tKo-lH-^y-8-^] tr 
10 ^7^^- 1 — #A'#>'BI t -/f;Vx^f;V6mg?rl 

UKyO. 15mlMU f yW$K8mg, »y^A8mgtt 

xl, 1 0 o°c('T 3mmmw^tc.o5ijtMfcmQmbTi/*~vj*fc&m*M%., 

15 ^KjiW^c^ 1-^97 (Ti? b~ h y /v-zMM^ftoB (0. l%bV? 
;V*u%m&^) ^rfflV^c 0 ) iCTffiSSiU, ^fB^-a-^2. 4 5 m g <Sr#fc«, 
MS Ve (ESI) 408(Mir-CF3COOH) 

$Mil2 2 8. 4- T7- (2-^xi^) -6-^-^y~8- (b°^<7v?V 

-l-JM -6. 7-S?t KP-1H-7"!) >--2-^^^-^^]^a#^ L 

20 U 

mMffl 2 2 7 ic^v^T. y fvv-T ^ K<z>fU> Die. 4 - 1 Kb *ix2c,&#^ 
£fl^-Cl£«!l 2 2 7 i [I^Kl&kSU ^|B>fb^ 1 . 5 5 m g £r#fc„ 
MS Ve (ESI) 409(MH*-CF 3 C00H) 

m.-mm 229. 7 - ( 2-:/^ a-) - 1 - ( 2 -vt - 6 

25 jey-8- (hT^^-l-^) -6, 7-^bKP-lH-^ 'Jy-2- 
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a) 4- T7- -2-^T/-l- (2-^7/^^) — 

mMM9 6 aT-#b*W5i4- [7- (2-^-^) -2-*nn-l- (2 
5 -i/T/^^^V) -6 7— S?t Ko- lH-yj f /V] 

10mg, N, N-^fM;VA7 5 KO. 3 m 1 H#il5» 

10 b^fBlfra*^ 6 . lmgffc. 
^-NMRCCDClj) 

8 1. 50 (s, 9H) 1. 83 (s, 3H) 3. 50 (s, 4H) 3. 58-3. 64 (m, 4H) 4. 99 (s, 2H) 5. 74 
(s, 2H) 7. 02 (d, J=8Hz, 1H) 7. 44 (t, J=8Hz, 1H) 7. 55 (t, J=8Hz, 1H) 7. 74 (d, 
J=8Hz, 1H) 

15 b) 7- {2=7±~M -1- (2-^77^^;V) - 6 -^V- 8 - (fc° 
^.=y^ly— i — fyy) -6, 7-i?tKP-lH-7'yy-2-»^H)^ 

4- [7- (2-^=7W) -2-VT/-1- -6 

7-^tKP-iH-7*!Jy-8-'f;v] if^^v-i-^v 

20 tflsWt t — ^fvVcc^TVl-e . lmg N hV 7;^DgltO. 2 m 1 (DM^^I 
&mW.2 0 L t 0 Us^Sr 2 0 - 6 0%y^y-/v/'7jc(0. 

5. OmgSr#fc„ 
J H-NMR (DMS0-d6) 

25 5 1. 80 (s, 3H) 3. 30 (s, 4H) 3. 60-3. 70 (m, 4H) 5. 09 (s, 2H) 5. 60 (s, 2H) 7. 27 
(d, J=8Hz, 1H) 7. 54 (t, J=8Hz, 1H) 7. 68 (t, J=8Hz, 1H) 7. 94 (d, J=8Hz, 1H) 
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9.36 (br.s, 2H) 

artfc« |9.ao. 3- [7- j2 = 7±~M "I" (2— >T/^^V) - 

5 4 _ [ 7 _ 1- (2-*/T/'<^ , » -6 

t -Zff-^^^^ 7mgSrl KVO. 2ml I- 

^3i U 3 _ fc KTa^vtr y ^/-2-*;^vifer5 K8m g> ^m#y»7A 

8mgSrinKL> 1 0 0t!:t2 ^wa^Ufco 1 N-«t»**P^ BKft 

10 m^,M^tttWLfc 0 tlitrilU »*feby7^n|»R:*#U AMI 

(0 . 1 % h y Srffiv^fc.) m-CHfKU «aajfc;-£* 2.93 

m g £r#fc<> 

MS (ESI) 524(MfT-CF s C00H) 
15 *PflteflU2 3 1. 4- T7- (2-^=7V) -1- (2-V 7M^» = 
fi-^y-8- (tr^9^-l->r^) -6. 

2 3 0 t^vvc, 3-t KndrVlf 5^y-2-*^^75 K<Bft 
4-t FP^i/^y^y^^*v7 5 F&m^xMMM 2 3 o fcRilfc 

20 *&JffiL % ^ffB'ffc'g-^ 1 . 9 0 m g £r#fc 0 
MS (ESI) 559(Mir-CF3C00H) 

^WJ2 3 2. 2- [7- (2-^^V) -1- (2-y7/^ ^) - 
g-^y-s- (g^S?^- 1— f/V) -6. 7 -^FP-lH-^yy 

-2—f7V^-^->l ^yy^jizk hJLZ^HUM^ 

25 mmm 230 ^v^x, 3-t Kp^yf y 2 -*;v#yir 5 k©« 



WO 03/104229 



PCT/JP03/07010 



225 

m 2 . 1 5 m g £#fc 0 

MS Ve (ESI) 505(Mir-CF3C00H) 

^M2 3 3. 4- T7- -1- (2-^7; ^;V) - 

6 - (g^s^-i-^) -6. 

3 . 7 4 m g &#fc„ 
MS (ESI) 524(MH*-CF 3 C00H) 

io mmm2 3A. 2- [7- (2-^^) -1- (2-^7;^^) - 
6 _^-^y- 8 - (tf^^^v-i-^r^) -6. 

Hjjfe^l 2 3 0 l^V>T, 3-t Kp 3r^fc° U 2 -#^#^IIT 5: K<Z>ft 

^ 9 i-x * y ^wr ^ Y*m^x$mm 2 3 o £ mm^s u 3 . 

15 7 4 m g 3r#fc 0 

MS Ve (ESI) 523(MH*-CF 3 C00H) 

jWJ2 3 5. 2- [7- -1- (4-V7^y^V) - 

6 _^-^y- 8 - (^^^>-- 1 -xT/v) -6, 

- 2 -^/v^-^->] ^yyr j_K h y 7;va-pfE^:& 

20 a) 4- [7- (2-^^V) -2-^PP-l- (4-i/7;^/V) -6 
4- [7- (2-^=/V) -2-^PP-6 -^-=3f-y- 6, Kp- 

iH-^y^-8->f^] tr^^v-i-*^*^ t -•/f;n^f;n 

25 OOmg-SrN, N-^f^W^Kl. 2ml^U 4-->Ty^^ 
^V^n -^-f K 9 7mg, y ? J* 6 8 m g ^n&fco ^t@J-"C 4 B^ffi^ 
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1 mg §r#7h 0 
IHOIIKCDCIS) 

5 5 1. 49 (s, 9H) 1. 84 (t, J=2. 5Hz, 3H) 3. 43-3. 47 (m, 4H) 3. 59-3. 63 On, 4H) 
4.94 (q, 2.5Hz, 2H) 5.53 (s, 2H) 7.42 (d, J=8. 0 Hz, 2H) 7.62 (d, J=8. 0 Hz, 
2H) 

b) 2 - T7- j2=2±~M ~ 1 - (4- ? /7;^/W) -6-^-^y~8 
- -6. 7-ytKP-lH-^!)y-2->f^ 

4 _ [7- ( 2 - m -2—fuxi-i— -6 

_^ y _ 6j 7 _i?t Kci- lH-T'y >—8 — OKI 

sff^m t - ^f;vxxf;v 1 2 m g 1 - ^ f ^- 2 - t'P y 0 . 3ml 

15 "CI 2B#M«#bfc. KMlulN-MSrJDx., ^^PTiWLfe, W 

F^77^f- (Tir h= f y A—tMM^IWB (0. 1 % h V 
g^m^W) fcJBVVfc.) fc-C»»U Mfc<k&V06. 6 9mg£#fc„ 
US We (ESI) 523(MH f -CF 3 C00H) 
20 tli2 3 6. 7- (2-^= AO -1- (4-i/T /'<>'&*) -6-* 
^ V - 8 - (tf^S?>*-l — <M -6. 7-^tKP-lH-7 , gy-2-» 
/W/ff^ 1>'J 

4 _ [ 7 _ (2—^=^) -2-^op-1- -6 
_^ y _ 6j 7_^fc Kn-lH-7*y is- 8-4*1 fcf^^- 1 
25 Jtf^lfc t -7*f /^^r;> 1 2 m g S: 1 - ^f/V- 2 - l^P UKy O . 3ml 
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vr± h~bv >v-*3mmfa (o . i % h v y^vi^m^^) zm^rc) iz 
xmm u mM\&m 3 . s 7 m g &#fc e 

5 MS Ve (ESI) 413(MT-CF,C00H) 

^1#J2 3 7. 4- [7- -2-^f;W7 T ^-6- 
(b'-^^^^-i — QV) -6. T-^hKPT'Dy-W^ 

fvn -<^y=. bv a> hj) -yj^ummM 

4- [7- -2-^dp-1- (4-i/7;^;V) -6 

io -^y-6, 7-s?t Ka- i H-:/y 8 -^v] v^wy— 1 

t -zf^sV'^^Tsi'l 2mg^rl —tf-A'— 2 — fc*n ]) K>-0. 3ml 

k»#u ^^w^/p*^^ (3 0%, svmm ^m#y 
Krfi (o. 1% hy ^/utf-niMft^fir) Srffiv^ 0 ) ktimru awa-fb^ e ; 

6 9 m g «r#fc 0 
MS Ve (ESI) 434(MH*-CF 3 C00H) 

Hjfeffll 2 3 8 . 2- [7- (2-!7^~^) -1- (3-V7/^;V) - 
20 6-^y-8- l->f/l0 -6, 7-^KP-lH-/yv 

- 2 — r /v^-^rv] ^y>7 $ k h y ^va-pffEEfelft 

a) 4- T7- (2-^^--7U) -2-^PP-l - (3-j/7;^;V) -6 

-a-^y-6, 7-^i:Kp-iH-7 , yy-8-/f;H tv^^-i-a^ 

26 4- [7- (2— l/*"— A") -2-^cip-6-^-dry-6, 7-i^fcKn- 

ih-^jj^-s-iW] if^^^^-- 1 -iijviR^m. t -^;n^f;n 
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OOmgSrN, N-^f^A7? Kl. 2ml(^|U 3-^7^^ 

5 7 1 m g &#fc 0 
'H-NMRCCDCIS) 

8 1.49 (s, 9H) 1.84 (t, J=2. 5Hz, 3H) 3.43-3.47 (m, 4H) 3.59-3.63 (m, 4H) 

4. 94 (q, 2. 5Hz, 2H) 5. 53 (s, 2H) 7. 42 (d, J=8. 0 Hz, 2H) 7. 62 (d, J=8. 0 Hz, 
2H) 

10 b ) 2- [7- -1- (3-^7;^^) -6-t^y-8 

- (tr^9i^^-i->r/^) -6. 7-^bKP-iH-7 , uy-2-^f;^ 

4 _ [ 7 _ (2— -ff-=^ ?V) — 2 — ^ a a — 1 — O-^/^y^) —6 
7-«?t Ko-lH-^jy-B-'f/U] V^W-I-M* 
15 2J?^ t-7f/H^12mg«rl-^^-2-eo!)FyO. 3ml 
K:?§$¥U t'JW^KlOmg, »y?^10mgSrJP^ 1 0 O'Cfc: 

fic^n^h^^^^- (r-fe b^hy/v-TK^M (o. i%hy7/v^-^g^ 

20 H^S") SrfflV>fc.) KlTfttlU *iaffS^4ll8. 7 6mgSr#fc 0 
MS Ve (ESI) 523(MH + -CF 3 C00H) 

jHfcgil 2 3 9 . 7- (2-^=/H -1- (3-V7^^;V) - 6 

^ y - 8 - (fcT^S^- 1 ZLdM ~ 6 • 7-^bKP-lH-7'Jy-2- 

25 4 _ [7- -2-^nn-l- (3-^7/^y^v) -6 

7-S?t Kp- 1H-/U V-8->r/V] bf^^^-l-^^V 
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t-^;l/x^f;n 2mgSrl-^^- 2 -t p cry K^o. 3ml 

5 (r-fe h = h y>v-immm (o. 1 % h y ^i^o^n^-) ^v%fc 0 > ^ 

T»$8 L> « flBft-^fe 4 . 9 6 m g 
MS Ve (ESI) 413(Mrr-CF 3 CX)0H) 

3060112 4 0. 1- (2-^^vv) - 2 - (bT^S?^-l->f^) -7 r 

a) 4- f7- ( 2 -^^) -2-^p-6-^y-i- f3- h 

«S«9 5aT»fcJlft4- [7- (2-^^V) -2-^p- 6 -^ 
15 y- 6 , 7-^fc Ko-iH-yy 8— f/u] tf^s^-i-*,^^ 
t-^x^f;i/2 0mg, 2- (S-^p^^dsK^^) ^ h9fc 
^2 0mU i*M*!l!>A2 0mg s N, N-i?^^*>UA7§ KO. 2 

&7m. mQ&mjkmw&mffivfr 0 mmzmmtwh^rj- (70% 

1 H-NMR(CDC1 3 ) 

6 1.49 (s, 9H) 1.50-1.81 (m, 6H) 1.83(t, J=2Hz, 3H) 2.06 (quint, J=7Hz, 2H) 
3.38-3.62 Ob, 10H) 3.80-3.90 (m, 2H) 4.34-4.47 (m, 2H) 4.59 (t, J=3Hz, 1H) 
4.92 (q, J=2Hz, 2H) 

26 b) 4 ~ 1:1 ~ (2-^ ^ ) -9-^V-l, 7 . 8. 9-7^7T-»f-> 
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4- [7- -2-^nn-6-^y-l- [3- 

KY*\? s 7>-2-4JV**is) ^ntVv] -6, 7-i?tKP-lH-/!)y 
-8— T/V] tr^^^-l-^jj?^« t-^x^f;V8mg, 
5 -^0. 2ml, iti©^7 h^^;v*y®-*ft«i©Ji^i^S"e4 

WM? p*^ h ^77 ^f- (20%^; -^/I^^^vw) -cj»M U «fl&ffc-6- 

I3mg £#fc 0 
10 'H-NMRCCDCl,) 

5 1.48 (s, 9H) 1.82 (t, J=2Hz 3H) 2.18-2.26 (m, 2H) 3.37-3.43 (m, 4H) 
3.56-3.62 (m, 4H) 4.07 (t, J=6Hz, 2H) 4.43 (t, J=5Hz, 2H) 4.88 (q, J=2Hz, 
2H) 

c) 1- - 2 - -7. 

15 -1H, 6H-5-t» t-l, 3. 4, 8a-rh77f^P^y^ fbl 

4- [l- (2-^^) -9-^-ary-i, 7> 8> 9 _^ h9T ^ >;J , 

[b] "7-7^ V^-2— T/V] If^^-l-*,^^ t-^ 
^7^3mg, Hy7;>tP|ttO. 5ml ffl^fe^fi2 O^^Lfc 

20 Lfc e a^^r 20-50 %y ^ y -a-/* ( o . i %mmm) mm&m^ 

! H-NMR (DMS0-d6) 

5 1. 79 ( s , 3H) 2. 08-2. 16 (m, 2H) 3. 27 (br. s, 4H) 3. 44-3. 54 .(m, 4H) 3. 90 (t, 
J=6Hz, 2H) 4. 38 (t, J=5Hz, 2H) 4. 94 s, 2H) 9. 02 (br. s, 2H) 
25 ^MM2 4 1. 1- (2-zff-=^;U) -2- (fc-v^i^-l-^/k) _ 6t 
7-^K P - 1H -S - W -l, 3, 4 . 7a-fh77f-s-^yy 



WO 03/104229 



231 



PCT/JP03/07010 



£»«2 4 0fc:|avyr % 2- O-zfn^zfvtf*^) fhyt^tfyvw 

o tmm^^t^ 

5 'H-NMR (DMS0-d6) 

5 1. 80 (s, 3H) 3. 27 (br. s, 4H) 4. 19 (t, J=8Hz, 2H) 4. 70 (t, J=8Hz, 2H) 4. 94 
(s, 2H) 9.06 (br.s, 2H) 

m-MM242. 8- (3-T$y V^V &ls- 1-4 M -7- (2-^~ 
)lA (2-^7;^^) - 6 -^-dry-6. Kp lH-7°!) 

bfy< y 3 - jtr/Vstf ^ ^^cn^TVl" 2 4. 3 g , h P 5 ^ 

26ml, f^^^/V 3 0 0ml <Dmt®K. *i£T* ^ a dfMfc-O-^V (30% 
15 Y;v^smm 88g^3 0ftfrtfxmT\^tc o fcl£M$:Z>T&VX?fmV>!&&%. 

a^l-^^ ^ — ^ 200ml, 5 ^Vt^^t" hVV J*7f*& 4 0ml St^Px^ 

foWm. 3 0. 9 g <£r#fco 

r©^S3 0g, ^7x=;HJ^7i?K2 4. 5ml, h U ^IfvVT 5 V 1 
5. 9ml, 50ml©j|^«lSrSST?l. 5R#ra»#U, & 
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^•9-^t?ff»ft \Mm&to 2 1. 4 g £r#fc 0 
^-NMR^DCls) 

5 1.43 (s, 9H) 1.48-1.92 (m, 4H) 3.20-3.80 (m, 5H) 4.58 (br. s, 1H) 5.13 (s, 
5 2H) 7. 26-7. 40 (m, 5H) 

7f;HOg, 10%^7^^|5 0 0m g> ^;-;HOOml©fi^ 

10 xMtete&b 6 . 0 g &#fc c 

1 H-NMR(CDC1 3 ) 

S 1. 44 (s, 9H) 1. 47-1. 80 (m, 4H) 2. 45-2. 60 (m, 1H) 2. 60-2. 75 (m, 1H) 2. 75-2. 90 
(m, 1H) 3.05 (dd, J=3Hz, 12Hz, 1H) 3.57 (br. s, 1H) 4.83 (br. s, 1H) 

c) fl - [7- {2=2±=Jkl -2- 6-^PP-7H-^Jy-8-^] 
15 K'^V 3 — #/Wj 5 Vlft t -:/5vV^:*7VV 

7- (2-^=7V) -2, 6, 8-hy^PP-7H-7!)yi. 25g, 

y /H 0 m 1 ©M^iHT? 1 0»^, h lji^J^yO. 63mllr 

iSI: t --ff-nv* *?>v^— fvv-^lr U SHBflS-fr* 1 ■ 7 9 g 
'H-NHfiKCDCls) 

5 1.43 (s, 9H) 1.60-2.02 (m, 4H) 1.83 (t, J=2Hz, 3H) 3.32-3.41 (m, 1H) 
25 3.42-3.52 (m, 1H) 3.67-3.76 (m, 1H) 3.80-3.91 (m, 1H) 4.76-4.90 (m, 3H) 

d) [1- [7- (2-^^/V) - 2-^PP-6-^y~6, 7— Kp 
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Cl- [7- (2-^=/l^) -2, 6-^OP-7H-^!Jy-8-^;V] 

y i?^- 3 --r /v] */w^ ^ sWt t - zf^-jv^^jv i . 7 9 g % fflsfift?- 
5 hy^Al. 0 g , v'^.f K 1 8 m 1 ©l^Sr 1 2 Ot©!!^^ 

l . 5 9 g Sr#fc 0 

'H-NMR (DMS0-d6) 

10 5 1.39 (s, 9H) 1.34-1.88 (m, 4H) 1.78 (s, 3H) 2.81 (t, J=llHz, 1H) 2.95 (t, 
J=llHz, 1H) 3. 48-3. 60 (m, 2H) 3. 64 (d, J=6Hz, 1H) 4. 90 (s, 2H) 6. 94 (d, J=8Hz, 
1H) 

e) [1- [7- ( 2 - -zr^^fV) - 2-^pp-1- (2- f /7/^» - 

e-**y-6, 7-^tKa-iH-7 , yy-8 — ^-3-^ 

[1- [7- (2-7"^-=^) -2-^aP-6-t^y-6, 7-^t Ko 

-iH-/yy-8-^] tr^y^-3 — f/v] *A"*$>'Wt t-^/v 

J^TVUOOmg, fek^^fry 6 nig, 2 -*/T/'<y^BT'f 

K70mg N N, N-i?;* 5vV*/V.kT $ K 1 m 1 Ol^|j?rIlT 5 H#fWftj$ 

ffjV*7J»?u^ h^yy-f-mmU Wm&®>44. 7mg&#*: 0 
ty-NMR (CDC1 3 ) 

S 1.44 (s, 9H) 1.59-1.81 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
25 3. 20-3. 50 (m, 3H) 3. 66 (d, J=7Hz, 1H) 3. 86 (br. s, 1H) 4. 88-5. 06 (m, 3H) 5. 72 
(s, 2H) 7.06 (d, J=8Hz, 1H) 7.38 (t, J=8Hz, 1H) 7.51 (t, J=8Hz, 1H) 7.70 (d, 
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J=8Hz, 1H) 

f) f 1 - T7- (2-7^~M -2-v-Ty-l- (2-V7;^/V) - 

7— s^t Kp-iH-T'y is—a—JM bf^y^-3— 

5 [1- [7- -2-^DP-l- (2-^7;^/^) - 

6 _^-^y_ 6> Kc- lH-^y 8 — f/U] t°^y^^-3 — f 

AOJ&A"*^ t -^<5VWc;*-7VV 1 5 m g , V-flS"?" F!)^20mg > 

N, N-^^f;V*M7$ KO. 2m 1 ©fB-^^Sr^?a-e3^raa^Ufc 0 ^ . 

io mm* 5 o%mk^^/^ *y-^mm~?mm?v^ vr??*— ohjmw) 

i|t§!£U ^IB'fb^ 10. 3 m g &#fc c 
^-NMRCCDCls) 

8 1. 44 (s, 9H) 1. 52-1. 98 (m, 4H) 1. 81 (t, J=2Hz 3H) 3. 24 (dd, J=7Hz, 12Hz, 
1H) 3.30-3.40 (m, 1H) 3.46-3.56 (m, 1H), 3.72 (d, J=12Hz, 1H) 3.86 (br. s, 
15 1H) 4. 86-5. 10 (m, 3H) 5. 73 (s, 2H) 7. 00 (d, J=8Hz, 1H) 7. 42 (t, J=8Hz, 1H) 
7.54 (dt, J=2Hz, 8Hz, 1H) 7.73 (dd, J=2Hz, 8Hz, 1H) 

g) 8- (3-7^;^P^-l-^^) -7 - (2-^~A0 -1- (2 

-i/rs^i/i?^) -e-a-^y-e. 7-v?fcKpiH-yjy-2-^ 

20 [1- [7- (2-^=^V) -2->7y-l- (2-J/7y^;V) — 

6 _^-^y_ 6> Kn-iH-yyy-s-'f^] if^y^^-3-^r 

/p] tf/W^flfc t -^^/i^^tvH 0. 3m g^ hV s'/l'&nffi&O. 2 
m 1 <Dm&m% 2 0 #»#Ufc D Stf^Sr^f B^Sr 2 0 - 8 0 %;* * / - 

/v/tk (o. i%mmm mm^m^xmrn^^^^^^h^^y^-nm^ 

25 SfE<fb-g^8. Omg^ffcc 
^-NMR (DMS0-d6) 
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5 1. 60-1. 74 (m, 2H) 1. 79 (t, J=2Hz, 3H) 1. 88-2. 03 (m, 2H) 3. 14-3. 28 (m, 2H) 
3.42 (br.s, 1H) 3.52-3.82 (m, 2H) 4.98-5.12 (m, 2H) 5.58 (s, 2H) 7. 26 (d, 
J=8Hz, 1H) 7. 53 (t, J=8Hz, 1H) 7. 66 (t, J=8Hz, 1H) 7. 93 (d, J=8Hz, 1H) 8. 16 

(br.s, 3H) 

5 j»J2 4 3. 2- [8- (_M -7- (2- 

[1— [7- (2— ^^—/V) 1— (2— Wy-'O'SW - 

6-^-^y-6, fb- iH-/y 8--iw] tr^y^y-3 — r 

10 )V\ #/W* % I'M t -^fvl^^-TVV 1 5 m g , U^20mg, 
;**/-;K>. 2ml <Dm&m*3&MmW\^fr 0 &>T, ^»j24 2 f. g) 

l H-NMR(DMS0-d6) 

6 1. 58-1. 72 (m, 2H) 1. 84-1. 94 (m, 1H) 1. 96-2. 04 (m,. 1H) 3. 08-3. 20 (m, 2H) 
15 3.36-3.70 (m, 3H) 3.90 (s, 3H) 4.90-5.02 (m, 2H) 5.32 (s, 2H) 7.20 (d, J=8Hz, 

1H) 7.47 (t, J=8Hz, 1H) 7.63 (t, J=8Hz, 1H) 7.87 (d, J=8Hz, 1H) 8.12 (br.s, 
3H) 

iii2 4 4. 8- (3-T5/ tV<D — fAO -7 — 
;V) (2-7jin/V3i^V) -6. 

20 V I/- 2 hVtV W&M. 

a) ri- [7- (2-^^/y) -2-^PP-6-t^-l- {1-7 
;V^jV) -6, KP- lH-^y — tVg'J^-3->f 

^t|Rj2 4 2e) T? % 2-V7y«y^o^ KOftfcDfc, 2-^n^ 
25 ^^/^^i/SrfflV^H3iS^i2 4 2 e) £ IWfc-g^Lfco 
'H-NMR (CDC1 3 ) 
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8 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
3.00-3.06 (m, 2H) 3.20-3.50 (m, 3H) 3.60 (d, J=12Hz, 1H) 3.85 (b. s, 1H) 
4.42-4.48 (m, 2H) 4.88-5.04 (m, 3H) 7.02-7.34 (m, 5H) 
b) 8- -7- -6 

5 ^y- 1 - {2-y^=-?V^M -6. 7-i?tKP-lH-^!)y-2-» 

[1- [7- (2-^=/V) -2-^PP-6-^y-l- (2-7x = 
;V^jV) -6, 7-t?kKn-lH-^yy-8->f/V] fc^<!JS?V-3 — f 
/V] jfr/W^ffi* t -^/Vai^.T'/VSrffiV^x S!i(S0i| 2 4 2 f ^ g) tlli 

10 

'H-NMR (DMS0-d6) 

S 1.60-1.72 (m, 2H) 1.83 (s, 3H) 1.88-2.06 (m, 3H) 3.04 (t, J=7Hz, 2H) 
3. 35-3. 60 (m, 2H) 3. 75 (d, J=12Hz, 1H) 4. 35 (t, J=7Hz, 2H) 5. 09 (s, 2H) 7. 18 
(d, J=7Hz, 2H) 7.22-7.34 (m, 3H) 8.16 (br. s, 3H) 
15 ^1^2 4 5. 8- X^V i?*- 1 -4 A>) -7- (2-/7-- 

/V) - 2 h^riy- 1 ~ C2-7^^VJi^M -1. 7-^ Kp^!)y- 

[1- [7- (2-^=/V) -2-^T3t3-6-^-^f-y-l- (2 

/v^^w) -6, 7-s?t Ko-iH-^!)y-8 — ivn — r 

x H-NMR(DMS0-d6) 

5 1.56-1.72 (m, 2H) 1.80 (t, J=2Hz, 3H) 1.84-2.04 (m, 2H) 2.85 (t, J=7Hz, 
2H) 3.08-3.18 (m, 2H) 3.34-3.54 (m, 2H) 3.64 (d, J=12Hz, 1H) 3.83 (s, 3H) 
25 4.15 (t, J=7Hz, 2H) 4.88-5.02 (m, 2H) 7.16-7.24 (m, 3H)7.29 (t, J=7Hz, 2H) 
8.09 (br.s, 3H) 
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i>tf" , x7 nini/n7fiin 
i*C 1/J.rUJ/U /U1U 


H»J 2 4 6. 


8- (3-7^^y^y-i 




-7- (2-^= 


-l- (4- 


■i/7;^y^) - 6 y - 


6. 7- 










a) CI- C7- 


(2 - y^^yU) - 2-^pp-I 


- (4- 




6-^-^ry-6, 


Kn- lH-^y ^-8 




t^<y s?^- 3 — r 



WJ2 4 2e) T% 2-Vr;^A^Ovf KOf^fo 9 4-S/T/ 

^y^nw F&m^xmmm2 4 2 e ) ^raflHc-a^ufc. 

'H-NMRCCDClg) 

10 6 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.82 (t, J=2Hz, 3H), 1.85-1.95 (m, 2H) 
3.18-3.26 (m, 1H) 3.29-3.37 (m, 1H) 3. 40-3. 48 (m, 1H) 3.65 (d, J=12Hz, 1H) 
3.86 (br. s, 1H) 4.86-5.04 (m, 3H) 5.22 (s, 2H) 7.41 (d, J=8Hz, 2H) 7.62 (d, 
J=8Hz, 2H) 

b) 8- b°^y v?^-l — QV) -7- (2-^^/V) -1- (4 

15 -j/7;^y^) - 6 , 7-^fcKPlH-/l)y-2-^ 

Cl - C7- (2-y^=/U) (4— S'7V*<>'S?A') - 

6-^y-6, 7-i^t Kn - lH-^U ^-8--T/V] fc^y^-3 — f 
/v] t -^f /I'X^f^SrfflV^^ H1^2 4 2 f , g) 

20 {'-a-^bfco 

'H-NMR (DMS0-d6) 

8 1.62-1.72 (m, 2H) 1.80 (s, 3H) 1.88-1.96 (m, 1H) 1.98-2.06 (m, 1H) 
3.16-3.26 (m, 2H) 3.41 (br. s, 1H) 3.50-3.80 (m, 2H) 5.07 (s, 2H) 5.49 (s, 
2H) 7.49 (d, J=8Hz, 2H) 7.85 (d, J=8Hz, 2H) 8.16 (br. s, 3H) 
25 Hifeffi] 2 4 7 . 4- C8- ( 3 -T ^ I \£+< V 1 ~ 7- (2- 

Zf^—M -2-* h^r^-6-^-^y-6, 7-i?tPP^yv-l-W 
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[1— [7— (2-y^=7W) -2-^op-1- (4^V7;^/M - 

5 fc 0 

^-NMR (MS0-d6) 

8 1.58-1.70 (m, 2H) 1.79 (s, 3H) 1.84-2.04 (m, 2H) 3.08-3.20 (m, 2H) 
3. 36-3. 70 (m, 3H) 3. 89 (s, 3H) 4. 88-5. 02 (m, 2H) 5. 22 (s, 2H) 7. 39 (d, J=8Hz, 
2H) 7.79 (d, J=8Hz, 2H) 8.14 (br. s, 3H) 

io mmm2 4s. 2- [8- o-rsy g^jjj -7- (2- 

a) fl- T7- (2-^^7V) 1 - ^?VV- 6 -t^y- 6 , 

7-^t Kp-iH-^uy-s-^f/w] tr^y^—a — Ok] ^zkzlU^M 

15 t —zf^-j^^^y-JV 

[1- [7- -2-^nn-6-t*y-6, 7-^fc Kd 

-in-^y^-s — ivv] tr^y^-3-w^] jfr/w^^ifc t-^/v 

X7f/V7 0 0 m g f ^/V^^ri/ K 7 . Omll^U a£flS*^7U 

114^1, mk$> y^A299mg ^Dxfc 0 £SLH1T 3 0&tt#$K RJ&ift 

l H-NMR(CDC13) 

6 1.44 (s, 9H) 1.72-1.94 (m, 4H) 1.81 (t, J=2. 4Hz, 3H) 3.16-3.92 (m, 5H) 
3.72 (s, 3H) 4.91 (dd, J= 17.6, 2. 4Hz, 1H) 5.01 (d, J=17. 6Hz, 1H) 
25 b) 2- [8- (3-7-;;^9^-l-^) - 7 - -1 
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[1- [7- (2 — zff-=^;V) -2-^BP-l-^f7V-6-t^y-6, 
t -■J'f-jVZLT.T^l 0mgSrl-^f/V-2-tfoy KVO. 3 ml 

77^- (r*h=hy^-*3R^tWB (0. 1% h y ^tf-pBHfc^r) 
10 MS (ESI) 436(MH f -CF s C00H) 

iii!2 4 9. 8- (3-T^y tr^y s^-i-^ <;v) -7- 

S b y ^ L2 7;vtP^i 

[1- [7- (2-^=/V) -2-^nn-l-^-6-^y-6, 
15 7 - ^fc Kn - l H-/y y- 8 — i )V\ ij 

t 0mg5rl-^^-2-lfpy K v ^0. 3ml fc^fl?W 

20 hy/u—**^ttffi (0. I%h'j7;vtciitlf) &flJV^„) Ct««U 
«IBfc£*J 3 . 6 7 m g Srffco 
MS (ESI) 326(MH f -CF 3 C00H) 

gllifcflil 2 5 0 . 8- (3-7-;/^y^-l-^/» -2-t-^7V^ 

;y^-r^/V-7- (2-^~/W) -1-^^V-l, 7 Rp ^y V- 6 
25 Y \) ^ jV^mW^M. 

Cl- [7- (2-^-^) — 6 -tf-dry- 6 , 



WO 03/104229 



PCT/JP03/07010 



240 

7-^tKn-lH-/!)y-8-/f;v] fcX V 3 —4 AA 

t --f^jV^-^jV lOmg^l -^=f-JV- 2 - t°t3 U KVO.Snl KWM^ 

wife, sjiS»t^iN-4ii»*Jn^ ftii^cttttttit ^ra»^r 
ovf^77^- (r-fe h= b y /u-tR^swh (o. 1% h y ^/v^n^m^- 

MS Ve (ESI) SSgOffl^-CFsCOOH) 

mmm2 5i. 8- o-r^ytf^y s^-i — r/v) -7- (2-^^ 
10 ;v) -2-^ i-^^vw- 1. 7-^tKp/yy-6-ty ^7 

[1- [7- (2-^=/V) -2-^dl=-l-^^/V-6-^y— 6, 
7-^tKn-lH-7°yy-8-^/i'] fc^y t?^— 3-^^] ^A^SVgfe 
t JV=.*<T IV lOmg^^; -;VO. 6 m 1 U >*C#flrt- h y # 

i % b y y/w*n»«$^) Srffiv^j m-cfflraiu *i&fb£4& 2 . 1 4 m g & 

20 MS Ve (ESI) 331 (MlT-CFsCOOH) 

SBfc«2 5 2. 8- (3-T bT^l? -7- (2~Z?^=- 

y 7;vtPg^ll 

[1- [7- {2 JV) -2-?vxi-l-?.*5-;V-&-$-*ry-G, 
25 Ko-lH-7'yy-8-'(';H \?s<y 3 -^f/v] vgfc 

t — ^^vrn^TvH Omgtrl -^^v-2-tfn y KXO. 3ml!^IU 
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i;iW5V5 0 n 1 Sriqx.x 6 0*CK:-C4l$Wfli#Ut o SiS^l-iN-^ 

^-^^s^ (o . i % b y 7^n^^-^r) ^jiv^c) fc-owssiu mm 

5 1C&*fa 2. 1 7 m g <£r#fco 
MS fl/e (ESI) 372 (MH*-CF 3 C00H) 

^Jife#j2 5 3. 8- o-Tsytxy ^-i-^a) -7- (2-:/^ 
jV) (troy^-i — tap -i. 

10 H»J 2 5 2 i?x^7 ^ VOftfr «3 fc, fay ^Sr/BV^gEfefcl 2 5 
MS V* (ESI) 370(ifflf-CF 3 C00H) 

&mm2S4. 8- o-^ws y tr^iis?^ - l=dM -7- (2- 

15 a/^gbg^ Iffi 

3 _ t /mszASr ^ 7 y v 5 ^- 1 A'*^! ^V^A* 

,^f;V3. 3g, 3^f7V0. 75ml, N, N-^f/V*^T5K2 
20 0ml ©»&4feK: % tK^^M-CtK^^ h y A (60 %}fct§0 0 . 4 g SriP 

fijfMttft*aav\ «*a«^^*^^A^«»|ft»l»biS:. Bit* 10-2 0% 

0 4 g <79#3 W^r#fc 0 ^©iiJ:^/''-^2 0ml 1 10°/o^7^^i 

xwmt&m i . 8 2 g &#fco 
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'H-NMRCCDC]^) 

S 1. 46 (s, 9H) 1. 48-1. 64 (m, 2H) 1. 72-1. 84 (m, 2H) 2. 43 (dt, J=3Hz, 12Hz, 
1H) 2.60 (t, J=12Hz, 1H) 2.75 (s, 3H) 2.74-3.02 (m, 2H) 3.86 (br. s, 1H) 
M N- f 1 - T7- -2, 6-^PP-7H-^gy-8 

7 _ ( 2 -^=/V) -2, 6, 8-hP ^BP-7H-^ tf^PSJ 
^_ 3 ^;W^Vt t — ^/Ua^^yVSrjaV^T^lSflf 2 4 2 c) t |R • 

10 ^HMUCDCla) 

5 1.48 (s, 9H) 1.70-2.02 (m, 7H) 2.83 (s, 3H) 3.00 (t, J=12Hz, 1H) 3.14 (t, 
J=12Hz, 1H) 3.96-4.25 (m, 3H) 4.80 (s, 2H) 

c.) n- r i - [7- {2=7±~M - - 1 -*fvw- 6— a-^y 

_ 6 Pp-1H-^9 jf^'J -N- 

N _ [ x _ [ 7 - (2-^=/V) -2, 6-^BB-7H-/yy-8- 
5 8 Omg. S^m^by ^31 5 m g % ^ W/U**^ K6 m 1 ©»t* 

N _ [!_ [ 7 _ -2-^Bn-6-^y-6, 7— 5>fcK 

a-iH-7-y tr^y^^-3 — f/v] -N-^f;v*^^ 

25 I 7ml,^7K^m*y ^48mg, N, N-^WMT^ KO. 
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v-c-v' v * y** 7^^p-7h^97^ —mm u^is^^ 1 o 4 m g &#fc„ 

^-NlUKCDCls) 

6 1. 47 (s, 9H) 1. 62-1. 74 (m, 1H) 1. 81 (t, J=2Hz, 3H) 1. 82-1. 96 (m, 3H) 2. 82 
6 (s, 3H) 2. 86 (t, J=12Hz. 1H) 3. 02 (t, J=12Hz, 1H) 3. 68-3. 82 (m, 2H) 3. 72 (s, 
3H) 4.20 (br. s, 1H) 4.90 (s, 2H) 

d) 7- -1-^^-8- (3-^?vWT5 I t 9 ^^ 3?^- 

x-yQV) - 6 -t^y- 6 . 7-^bKp-iH-^yy-2-^^hy 

10 N- [1- [7- (2-^^V-) l-p«^;V-6-^y- 
6> Kn-1H-7*!J ^— 8— f/U] t°^<y^V-3 — f/I/| -n-p« 

f;w*;w^vi t -7*f ;nxf;v*fiv^»2 4 2 f s g) tmMfc 

^-NMR (DMS0-d6) 

15 8 1. 60-1. 77 (m, 2H) 1. 81 (s, 3H) 1. 84-2. 00 (m, 1H) 2. 02-2. 12 (m, 1H) 2. 60 
(t, J=5Hz, 3H) 3.17-3.40 (m, 3H) 3.46-3.56 (m, 1H) 3.79 (d, J=12Hz, 1H) 
5.00-5.15 (m, 2H) 9.01 (br. s, 2H) 

mmm2 5 5. 2- f7- (2 ju) -i-**-*-* - o-^^v- 
20 - 2-^/v^-=arv] ^yyrj F 

N- [1- [7- -2-^nn-l-^f/v-6-^y- 

6> 7 _^ t |fp_ 1H -7'yy-8-^;v] f/v] -n-* 

^ t - rff-JV^KT-As 2 0 m g , 2-fcKP^f i/^sV T ^ K 

2 0m g> ^ItK^^U ^20m g> N-^^VV-2-fc°P P KVO. 3ml 
25 OMi?:8 0tO»4«#tfc. rai|Si24 2 f, g) tl^idi- 
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^-NMR (DMS0-d6) 

5 1.69 (br.s, 2H) 1.82 (s, 3H) 1.92 (br. s, 1H) 2.07 (br. s, 1H) 2.62 (s, 3H) 
3.10-3.40 (m, 4H) 3.48 (s, 3H) 3.76 (br.s, 1H) 5.02 (br.s, 2H) 6.96 (br.s, 
2H) 7.44 (br.s, 1H) 7.91 (br.s, 1H) 8.81 (br.s, 2H) 
5 3flfcffl2 5 6. 8- (3-7S^pF/ /-1-^) =l7_= (2-^^ 
fr) -l-*7sls-6-**y-6- 7 - ^t Kp - 1 H-^ 'J V- 2 - 

mrnm 2 5 4 x% n - ^ - n - ( t o ^< y v 5 v - 3 - > r ^) * 5 v& t 
10 x^f/w^rn*W2 5 4b, C% a) tmm^^f^o 

^-NJflKDMSO-de) 

5 1. 81 (s, 3H) 2. 13 (br. s, 1H) 2. 32 (br. s, 1H) 3. 64 (s, 3H) 3. 74-3. 86 (m, 
2H) 3. 93 (br. s, 3H) 5. 19 (d, J=18Hz, 1H) 5. 28 (d, J=18Hz, 1H) 8. 32 (br. s, 
3H) 

is mmm2 5 7. 2- rs- o-rgyt rpge^-i-^) -7- (2- 

2-t KP^i/^y75 KI:ffl^T»j2 5 5,2 5 6 t I^#^J^Ufc 0 
l H-NMR(DMS0-d6) 

20 6 1.82 (s, 3H) 2.11 (br.s, 1H) 2.32 (br.s, 1H) 3.46 (s, 3H) 3.72-4.00 (m, 
5H) 5.15 (d, J=19Hz, 1H) 5.23 (d, J=19Hz, 1H) 6.90-7.02 (m, 2H) 7.42-7.50 
(m, 1H) 7.90-7.99 (m, 1H) 8.22 (br.s, 3H) 

ggjjfcflil 2 5 8. 3 - ( 2 --Zf^-^M - 2 - L^± Z ~ 5 - 

{2.-7n\?^;V) -3. 5-i?KKP^fS^[4. 5-d3 
25 —a-^ h!)7;vtPS^j 
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5£V T4. 5-d] \fVjrz?>-2—>(A>] hV<9 3?^- 1 -fr/m^Mfc t 
*»t?3- (2-^=;V) -2- -3, 

Kd^r^^y [4, 5-d] try^^-4-^ MJ7;vtof^iio. 4 

5 4 8 gON, N-^fA'*A'A75K2 0ml}SKlfcMJxf^T$i'0. 2 
9 9g. 0 2 3 g. *3J;U«~^^- t 

JVO. 64 5 g*Ms 5^^#Ufcm> Tk^fb^MJ «>-fc.(05N7K^2m 
1 SrJPx, $ h\z. 1 B#ra*#Ufc 0 SJS^5r^^^2 OOml *3i^-fbT 
>^^r>A<D^fP7K^ 10 0ml ^rmJBSrTK 1 0 0 m 1 "C 2 UK tfrffc 

10 ^ h y * A<Dg&fg*?gi& 10 0ml T»JM#d5fci£U BfEm^^^!>^-C^b> 

f-^mm^m z v , mmfc&vo o . 2 9 8 g &mz 0 

1 H-NMR(CDC1 3 ) 

8 1.50 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 3.41 (m, 4H) 3.63 (m, 4H) 5.06 (q, 
15 J=2.3Hz, 2H) 8.17 (s, 1H) 9.92 (br. s, 1H) 

b) 3- (2-Z??-~M -2- {\f^y^-l — (7V) -5- (2-7"^ 
-3. 5-i?tKP^^y/ T4, 5-d] tfy^^V-4-^-V h 

4- [1- (2-^-/V) - 7 7-v=t FD-1H — 

20 y [4, 5-d] t°y 2 fcV^t^- 1 t-Zf 

f^i^f^O. 010g©N, N-^fWA7U*0. 5mlWlK 
Wt% y <^^0. 0 0 5 g*5<fctf3 — l/P^E— 1 -T'n fc'^O. 00 3ml -Srj&P;^ 

mt- i o^mmn^o Ej&m\z.m$t^»i m k *i m i ^*px.^u, 

^^^^U^tr^nta^^O. 5ml So J;tF h V y^v^m^ko . 5 
25 m 1 t^L s lBtTO^Lfc^ $g*tbfc 0 a^Srigffim«5S^#:^n^ 

77 4— (Tir h y /v-Tk^ftrtS (0. l%MJ7;wta^itf) Srffl 



WO 03/104229 



246 



PCT/JP03/07010 



V^c 0 ) fc-CWKU Umc&toO. 011gSr#fc o 
MS a/e (ESI) 311. 29(MH f -CF 3 C00H) 

$1fe#[2 5 9. [3- -4-**y-2- j&<2S&ZZl 

-JAA -3. [4. 5-d] T 

5 tb=hi;^ h U 7;vtP^t 

4- [1- -7-t^y-6, 7— 5?t Ko- lH-> f 5^ 

^ [4, 5-d] 2-4 A>] tf^S^-l— A/Utf^Bfc t-7 

<3-jVx.X i T}V%>i:tf-7v : *:T"te h=- /V&fflV^flifeM 2 5 8 btHWI 
U ^lie-ffc^ 
10 MS Ve (ESI) 312. 28 (MH*-CF 3 C00H) 

$WJ2 6 0. 3- (2-^=/V) -5- (2-bKP^f;V) -2- 
(fcV^^V-l-^/V) -3, C4. 5-d] hry^s? 

^-4 h lj 7;^pg^St 

4- [1- (2-^=/V) -7-t=^y-6, 7-^tKo-lHW^ 

15 y [4, 5-d] tr^^- 1 t-y 

?>j,amTA'j83:Tfi2-'7v s ex.* S — 7W^rfflV^-CHWJ2 5 8 b 
MS Ve (ESI) 317.30(MT-CF 3 C00H) 

mmm 2 6 1 . 3 - ( 2 - 5 - ( 2 h^s^^y) - 2 - (tr 

20 ^V^V-l-^/V) -3, 5-^KP-f$^/ C4. 5-d] Wj^Z 
4 — a-V h U 

4- [1- (2-^^V) -7-^-^y-6, 7-^tKP-lH-/f5^ 

y [4, 5-d] t°y jn?is— 2 — f/i^] tf^^-i-^^^S t-y 

^/V^^x^*5j:TJ«yn^-3i^^^V3i— ^/V^fflVNT^WJ 2 5 8 b £IH$£ 
MS Ve (ESI) 331.32(MH*-CF 3 C00H) 
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-JAA -3. 4-^bKP^$y/[4, 5-d] 

4- [1- (2-7<?--M - 6, 7-^tKP-lH->f5^ 

5 y [4, 5-d] fA']'tf-<9i?V-l-*A'#>'» t 

MS Ve (ESI) 359. 13 (MHM^COOH) 

mmm 2 6 3. 3 - ( 2 =7±~M - 5 - ( 2-7^^^^) -2- (tr 
10 ^7^-1-^) -3, 5-^Kp^f$yy C4. s-di gy^v- 

4- [1- (2-y^/V) -7-t^y-6, 
y" [4, 5-d] fcf y 2-^f/v] bf^^v- 1— jfr/utfJ'il t 

<^/W3i^^v*5j;T^ ^:/-t?V&J^-t#di£#tJ2 5 8 b tl^ 

MS Ve (ESI) 377.34(MH + -CF 3 C00H) 

^1ifefiil2 6 4. 3- (2-^~/V) -5- i2z^ ^2JU^±M ~ 2 ~ 

ffcr^^v-i->f/u) -3. s-^kp^^'/[4. 5-d] gy^s? 

^- 4 h lj 7;vtPl^ti 

20 4- [1- (2-^=/v) -7-t^-y-e, 7^tKP-lH-^^ 

-/ C4, 5-d] try^^-2 — r/v] tr^s?^-i-*A'*j^» t-:/ 

^/^^^/V^oiTJ«2-^'Pi ; E-^/V7 3i=/V3i— 7 1 7VSrffiV^-C^Ji^J2 5 8 b 

MS Ve (ESI) 393. 32 (MH + -CF 3 C00H) 
25 fflfc«2 6 5. 3- (2-^^/y) -5- (2 -t»V~ 2-7x^xf 
;V) -2- iM -3. 5-i?tKP>f^ ^r4. 5-d] 
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4- [1- (2-:?*^=/W) -7-^y-6, Fp-1H — r $ # 

*s [4, 5-<a] try 2-^r/v] tr^9^^-i-*^#^» t — ;/ 

^/pa^^vWaitJ^-r/a^eT-fc h7a/ ^SrffiV>T|l»j2 5 8 b tlH^ 
MS Ve (ESI) 391. 32(MH + -CF 3 C00H) 

^12_66, 3- —5 - [2- (3 -pt h^->7 

-2-^-dry^^V] -2- (tf^9S?^— 1— -3. 5-i?t: Kp-Y ^ 

[4, 5-a] tf y y^-4-a-^ i» y 

10 4- [1- (2— pf^AO -7-^y-6, 

y [4, 5-d] vi) y*?-y-2-' <)V\ tr^7i^^-i-^/vjj?^S6 t 

2 5 8 b fcPI«fc:*EffiU ^|E<b^Sr#fc 0 
MS Ve (ESI) 421.33(MH + -CF 3 C00H) 
15 Htta2 6 7. 2- [3- (2-^^/U) -4-*-»fry-2- (g^S?^ 

-i-^r/w) -3, [4, 5-a] fy^v^-s-^r^ 

4- [1- (2-^=^) -7-^y-6, 7-^tKP-lH — f 5^ 

y [4, 5-d] tfy ^^-2— r/v] ^7^y-i-*/^yt t-^ 

1 H-NMR(CD 3 0D) 

8 1. 81 (t, J=2. 5Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 66-3. 70 (m, 4H) 5. 15 (q, J=2. 5Hz, 
2H) 5. 62 (s, 2H) 7. 34 (dd, J=7. 6, 1. 5Hz, 1H) 7. 45 (td, J=7. 6, 1. 5Hz, 1H) 7. 59 
25 (td, J=7.6,1.7Hz, 1H) 7.75 (dd, J=7. 6, 1. 7Hz, 1H) 8.25 (s, 1H) 
MS Ve (ESI) 388. 32(Mir-CF s C00H) 
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5fe1fe ffil2 6 8. 3- -2- (tV^ ^y-l-^) -5- 

(2- bJj 7^tP^f^^) -3, 5-??tKP^ S^r4. 5-d] 

4- [1 - -7-^-^y- 6, 7-^tKn-lH — f 5 ? 

5 3/ C4, 5-d] \*y?W-2-4)V\ *?^?i?is-i-iJ*tf>Wt t -zf 

IA2 5 8 b fcn^MMsu anBfl2**fc#fc. 

MS (ESI) 431. 21 (MH*-CF 3 COOH) 

jjj2JLL 3- (2-^-^) -2- (fcf^^y- l->fAQ -5- 
10 ( 3 - b P 7^tP ^ f ;W<V^) - 3 . 5-i?bKP>f^ '/r4. 5-d] 

4- [1- (2-^=;V) -7-**y-6, '7-t?tFP-lH-'f^ 

y [4, 5-d] tr^y-yy- l-tf/utfyflfc t— ^ 

?vv^*-7vv3sj;tf3 - ( f y y/i^n * ^vv) ^y^pv^f KSrl^t^ 
15 liS^J2 5 8 b fcimic&au ^SB-fb^Sr#fco 
MS a/e (ESI) 431. 23 (MH*-CF 3 C00H) 

mmm 270. 3 - ( 2 -y^~/v) - 5 - (2-= hp^y^/v) - 2 - ( t° 
^7^-i-^f/v) -3. 5-^Kp-f-;^/ f4. 5-d] t^y^yy- 

4 -£y h U 

20 4- [1- (2-^=^) -7-*^y-6, 7-^tKn-lH-^$^ 

y* [4, 5-d] fy^yy- 2-^] ^7^y-i-*^y^ t-y 

^;V^* s r;V#>&Xf2-—Yv'<>'V*7n'*4 K^:ffiV>T^ife^J2 5 8 bil^ 

MS w/e (ESI) 408.25(MH f -CF 3 C00H) 
25 gjj2_7L 3- [3- (2-^^/V) -4-^^ry-2- (1^9 

-1-^T^) -3. 4— KpW §_£V f4. 5-d] bTU^y-S-^f^ 
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4- [1- - 6, 7-^tKn-lH->f5^ 

1/ [4, 5-d] bV^S^V- l-^/V3j?^ t-zf 

^x^r;^J;t53-/p^pt^;^^/= h y ;v2rJ3v>T^iJfeM2 5 8 b h 

MS m/e (ESI) 388. 27 (MH + -CF 3 C00H) 

$^12 7 2. 4- [3- (2-^^/V) -4-^ »y-2- (Myitis 
- 3 , 4-^KP^$^/r4. 5-d l \?vw^-s-jji> 

10 4- [1- (2-y^/V) -7-t^y-6, 7-^tKn-lH-^^ 
y [4/ 5-d] fc°y 2-WVV] t^7^-l-*;V#>® t 

^/vo^^ws^TJU-yn^^/w^y^ by/Hrffl^tS1^2 5 8 b t 

MS (ESI) 388.29(MIf-CF 3 C00H) 
15 ^«J2 7 3. 3- [3- (2-^^V) -4-**y-2- (t^7i^ 

. -i-^^y) -3. T4. 5-d] tf y 

*^yn gg,i.#^;*^vv3^7vv h y y;v;j-c*@E^ 

4 _ [! _ (2-^^/V) -7-^y-6, 7-^tKP-lH-^^ 

j/ [ 4> 5-d] — f;v] tf^^^^- 1-*/^^ t — y 

m 2 5 8 b t mmfctimvs mu^m^nt^c 

MS (ESI) 421.29(MH f -CF 3 C00H) 

mmM2 7 4. 4- f3- (2-y^7v) -4-a-*y - 2- (t°^^^v 

-1-W/V) -3, 4-i?bKP-f^/ [4, 5-dl ^y^^-5-^r/v . 

4- [1- (2-y^=/v) - 7 y- e, 7-i?tKp-iH — r ^ ^ 
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y [4, 5-d] try^>'-2-^7v] Myitis- 1 -tuvat^m t-Zf 

i2 5 8 bt HHaU-^SU ^IB^^^^Co 
MS mfe (ESI) 421. 31 (MlT-CFsCOOH) 
5 ^2 7 5. 5- [3- -4-&*y~2- (bV<9 3^ 

-1-^/V) -3. 4-v?bKo^>;^/ [4, 5-dl — ivv 

4- [1- (2-^=/V) -7-^y-6, 7-^tKn-lH-^f5^ 
y [4, 5-d] fc°y ^i^-2 — <7V\ V^yVls-l-UjV-Rl'M t-zf 
10 <?vv;n;s.-7vW3£tf5- (zfu^e^f-zv) -Zuisrf^M^^^^ 

^m^xmmm2 5 8b tmm~%mi>, m^t^m^ntc 0 

MS Ve (ESI) 425. 30(MH f -CF 3 C00H) 

mmM2 7 6. 3- (2-^^/W) -5 - T2- (2-~Npy^~A0 - 

2-^y^^)] -2- -al. 5z^tKPlii 

15 y [4. 5-dl l^y^^-4-^-^ H)7/VtP^t 

4- [1 - (2-^=/V) -7-^y-6, 7— 5?fc Ka-IH-^T 5 ^ 

y [4, 5-d] t p y^> ? >--2 — r/v] tr*<9s^- i-^^^m t-y 
5 8b tmmKfumv, mufc&ya&nfro 

20 MS (ESI) 436. 28 (Nflf-CFaCOOH) 

jjgij2 7 7. 4- F2- [3- (2-y^~/V) -4-^3^- 2 - 
7^-1—OM -3. 4-i?bKP^f^/ [4. 5-dl t^y^^-5 

4- [1- (2-y*^=^) - 7 7-i?t KP-lH-^f^ 

25 y [4, 5-d] ^y^^-2— f^v] i-*^^i t -y 
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MS Ve (ESI) 416. 31 (MlT-CFaCOOH) 

mmm2 7 8. 3- (2-7^—^) -5- [2- (4-^ h^i/7x^) 
- 2-:*-3ry3^vV)l -2 - (tr^^^-l-^f^) -3. 

5 ^/ [4. 5-di hV7su*vmmm. 

4- [1- (2-y^=/V) - 7 Kn-lH-'f 

y* [4, 5-d] if y ^y- 2— OKI ^7^^-i-*^^ t 

2 5 8 b ^ii-Mi, mmk&wz&fro 

10 MS Ve (ESI) 421.32(MH*-CF S C00H) 

mmM2 7 9. 3- (2-^^/V) -5- [2- ( 2 Y*c*s7 ^~?V) 
-2-3-*y^sV)l - 2- (t^-s^v?^- 1 -WWO -3. 5-i.?t Kp^5 

#-s [4, 5-di ^v-4-^->- hy7;wtpstt 

4- [1- (2-^=/V-) -7-^y-6, 7-i?tKP-lH->f5^ 
15 >/ [4, 5-d] try ^S?^— 2— - f/V] tV<9v^- l-*^^ t-:/ 
^/Voi^7 i /V*5J;tJ ? 2-^'t3^-- 2' —J h^-^T-fe b37^V >-^rffiV>T^JS^!l 
2 5 8 b J:l«iU, ^lS-fb^Sr#fco 
MS Ve (ESI) 421.33(Mir-CF 3 C00H) 

tMJ2 8 0. 4- [2- [3- (2-^^/V) -4-^-^y-2- 
20 ->f/W) -3, 4-^bh'P^^/ [4, 5-d] t°y^V-5 

-y()V\ 3L^;v\ hv-y^timmM 

4- [1- (2 fr) - 6, 7-i?fc Ko - 1H — f 5 ^ 

y [4, 5-d] tfy^v^-2 — f/v] tf^^v— 1— ar/mt^a. t—zf 

25 V>T^lfe^J 2 5 8 b t im«te*&31U SUBte^SrWlfc. 
MS a/e (ESI) 421.33(MtT-CF 3 C00H) 
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mJSm2 8 1. 3- (2-7^~/W) -2- (tf^9S?y-l-^) -5- 

(tfy^-2 — f/v^^v) -3. 5-^tKp>f^'/ [4. 5-d] try 
tf 9 S\s— 4 — a-v tf ;* h y 7^v^-p§^^^ 

4- [1- (2-^^/W -7-^y-6, 7-i*fc Fn-1H — ( % ? 
5 V [4, 5-d] fcMJ 2--f/V] tT^7^^- t— ^ 

^vvj^tvv** £tf 2 - (* n n ^ ?vv) tf y s^ifflftttSr/sv^T^JISfll 2 5 8 

MS V« (ESI) 364.24(MH + -2CF 3 C00H) 

ggjfeffij 2 8 2 . 3- {2^7±~M -2- (tf^7^-l-^W) ~5~ 
10 (tfIJ^-3->f^^-/V) -3, E4, 5-d] gy 

jT&'y- 4 -^-^ tf ;* y 7;^p^tt 

4- [1- - 7 

y [4, 5-d] t°y 2-4 )V\ tV*??^- l-^/V^^ t — :/ 

?v*oi;*^/V*5j;tJS3- (^OP^f;>) tf y ^^M^^T^JS^I 2 5 8 

15 biHWiU TO^Srifc. 

MS (ESI) Se^SOdflf^CFsCOOH) 

gHfc#!l2 8 3. 3- (2-^=7V) -2- (tf^v^-1 — fVW) -5- 

(tfy^^-4 — <;v*^-)V) -3. [4, 5-d] tfy 

tfoj-y- 4-jr>- tf * h y p gQM 

20 4- [1- (2-7Y-^) -7-t^y-6, 7-i?tKo-lH-^^ 

/ [4, 5-d] tf y Pitis— 2—' <jv\ yf^Vy—i-JjA'^'yWL t—~7 

5vV^*7VW3«fctM - (?uv* *}r;V) If y ^«i££:JlV^^i»J 2 5 8 
b fclRlttfcJ&StU •SIBfb-&*i>*r#fc. 
MS V* (ESI) 364.26(Mir-2CFsC00H) 
25 35360112 8 4. 3- j2=2±~M ~5~ [2-^-^-2- (tfys?y- 

2-^r/M gjvk] -2- (tr^^i?^-i->f/w) -3. 
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y T4, 5-d] ^h'J7;^pj^i 

4- [1- -7-^y-6, 7-i?tKn-lH-^^ 
✓ [4, 5-d] If V ?*J>—2-'( >V\ \f^<y^y- 1 -X/l'tfl/M t—Zf 

5 »J2 5 8 b t^t^SU ifBj^lrffc. ■ 
MS Ve (ESI) 392.27(MH*-2CF s CO0H) 

WJ2 8 5. 3- (2-^^yV) -5- [2-*-*y-2- (tfU^V- 
3-^ 7 y) -2- (br^9^v-i->f/u) -3. 

f4. 5-d] tf* 7;v^Piltl 

10 4- [1- (2-^^V) -7-**y-6, 7-^tF.P-lH — 

y [4, 5-d] t°yy^>--2-^/v] tr^^^-i-^^^ift t -zf 
. mmm 2 5 s b t nn«Ki*ysu waafts-^* 

MS Ve (ESI) 392.27(MH f -2CF 3 C00H) 
15 »J2 8 6. 3- (2-^^/V) -5- [2-t^y-2- ( gy^- 
4 J^/W] - 2 -a-^r y 3^7H1 - 2 - (hT^9S?^- 1 -> fW) ~ 3 , 

ijPjjyj/ [4. 5-d] fcTg \?XhV7/1'Z-v 

4- [1- (2-^=/V) - 7 -i-^y-6, 7-^Kp-1HW^ 
20 y [4, 5-d] Ify V^Stls— l—XA'tfl'JSt' t—Zf 

(2-^cr^er-t^7v) try s^JMb**BMfi$r^-c 
Hffiiffll 2 5 8 b £ lUHSMSU *IBflS'fr*«r#fc. 

MS a/e (ESI) 392.28(MH V -2CF 3 C00H) 

tM2 8 7. 3- j2^7±~M -5- (2-7t h^>tT U 3?^- 3 
25 -2- (tf^y^V-l — T7V) -3. 5-i?tPn^S^ [4, 

5- d] t:°y ^'^^-4-^-^ h!)7;vtoSiS 
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4- [1- - 7-^-^y-6, 

V [4, 5-d] try ^^-2 — iJV] v^?*?^-! t-zf 

m 2 5 8 b h ptML, mm^m^tco 

5 MS (ESI) 394.30(MH f -CF 3 C00H) 

ggflSffil 2 8 8 . 6- [3- (2-^^V) -4-^-^y-2- (bV<93?V - 
-3, [4, 5-d] fc°!J^^-5-^V 

4- [1- (2-^-AO - 7 

io y [4, 5-d] try ^^-2-wvkI tr^s?v- i-*^:^ t -y 

^/Vai^^^J;t^6- (^pny^vV) = =^i^y f-;V=^^?V^m^X% 
%M2 5 8 b &RMltti:*tiau ^ia-fb-a-«feS:#feo 

MS Ve (ESI) 422.31(MH + -CF 3 COOH) 

^1M2 8 9. 5- (e-rs/try a -^w^vn -3- (2-y* 

16 g^/V} -2- (tT^5?V-l->f;V) -3. 5-^fcKP>f$^ C4. 5 
4- [1- (2-^^/V) -7-t^y-6, 7-^fcKP-lH->f^ 

j/ [4, 5-d] try ^^-2 — rvv] tr^^^^-i-*^^ t-y 

fvV3iX7VW:io£tF2- (t-^h^V^^jH^/VT^y) -5- (yn^-y^- 

20 /V) try ^vMv>T^jfe«sj2 5 s b fcPiaiRiftBBu ^iB-fk-a-^^#^o 

MS Ve (ESI) 379. 31 (Mf^-CFsCOOH) 

gHfcffl]2 9 0. 4- f 3 - (2-^^V) -4-^-^y-2- (tf^9^ 
-l-JM -3, 4-^KP-f^'/ [4. 5-d] fy^i^-5-^ 

;*^vv] - 3 ->-7 ; - 5 -x f ^j/-N-^ f y 7 $ K hJLZZk£g 

25 ffEMfcg 

4- ci- (2-^^/v) -7-t^y-6, 7 — kp-ih — i y 
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5/ [4, 5-d] M V f/U] \?<<9S»-1 t-Zf 

J-;\s^7.*TJV3£&X$4-Zfn^* 3 — i/7 J — 5 h ^-N-^ 

^yy7 5 K£/8^-C£l;&fc0»J2 5 8 b ilBMSIfc&HIU WBft^ftt#fc. 
MS zz/e (ESI) 489. 35 ODf^COOH) 

5 glMl2 9 1. 4- [3- {2-7?-— M -4-**V-2- 

-l-WW) -3, 4-i^t: Kp^S^V T4, 5-d] — (_± 
Hf-fiA -3. 5-^/7;-N-^f/W<yy7n' h U 7;VtP^jt 

4- [1- (2-^=;V) -7-^y-6, 7-v?tKP-lH--f^ 
✓ [4, 5-d] tfy^/-2-/fA'] ^7^V- l-^aK^BI t-y 

10 ^V^^x/V*3 < tt^4-^'a^-^^/V- 3 N 5-^7;-N-^f;V^7 
^ K&JBVv-CUKgm 5 8b ^iMIl^ flWB^-a-^SrWfco 

MS Ve (ESI) 470.33(^^300011) 

gj»]2 9 2. 4- [3- (2-^^/V) -4-^dry- 2- (b°^S?^ 
-1-^/V) -3, 4-e?bKP^?^/ [4, 5-d] tfj jf^-S-^/U 
15 jt^yl/] - 3-^7;-S-7^P-N^fMm$ K 

4- [1- (2-^=7V) -7-^y-6, 7-^tKo-lH-/f5^ . 
y [4, 5-d] tf !) ^v 5 ^- 2-^f/V] If^^-l-*/^^ t 
^•/P-oi^7 L /V^ < J;t^4-yi3^-^^>'V- 3 - */7 J ~ 5 - 7 JW -N~y ?VW< 
20 ^7 5 K«rJHV>T2fc*08 2 5 8 b £ IH^I^SU «IIBfl2#*Sr#fc. 
MS Ve (ESI) 463. 33 (MT-CF 3 C00H) 

gg»]2 9 3. 4- T3- -4-d-3-y-2- (tf-/*?^ 

-1 — QV) -3, T4. 5-d] try^s^-s-^ 

y-^vKl -5- ? /7/-2-xh^/-N-^fMyy7S K hi) 
25 gH^j 

4- [1- (2-^=/V-) -7-^y-6, 7-i?tKn-lH-f$^ 
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V [4, 5-d] tf y y^-y-Z-jjV] 1 t-Zf 

*wyr s F&m^xmmw 2 5 s b t ^fMSL, ^ff2te-a^&#fc„ 

MS Ve (ESI) 489.35(MH + -CF 3 C00H) 
5 mmM2 9 4. 5- [3- (2-7^~JU) - A-Hr^V - 1- (t^^v'V 
-3,-4-^Kp^^/[4, 5-d] fcfy^3?^-5->f/U 

4- [1- (2-^^/V) - 7-3)-^y-6, KP-lH--f 

y* [4, 5-d] t?y^^-2— r/n ^7^-i-*Mvi t-:/ 

10 ^i^^^&.fctfS-^n^^/v— 2 -iTVV^u^j/y*^ h }) sv&m^XM 
1^2 5 8 b iHiMSt, ^|B^-a-^lSr#fc 0 
MS Ve (ESI) 406. 15 (MH*-CF 3 C00H) 

^jfe^»J2 9 5. 2- [3- (2-y^^/P) -4-^-^-y~2- (fcV<7^ 
-1-^/V) -3, 4-^KP^f^/[4. 5-d] t^y^^-s r/u 

i5 y- ?vw] - 5 -^/M-g^^y— n; >v hv ysvJmwmM. 

4- [1- (2-zf^~M -7-^y-6, 7-^tKn-lH-^5^ 
y [4, 5-d] tf!)^y-2 — jW] fcf-<9^^- 1 -TJ^Wl?^ t 

mm 2 5 8 b trnm^trnv, mm\&m*m^o 

20 MS Ve (ESI) 406. 16 OWT-CFgCOOH) 

mmm2 9 6. a- T3- (2-^^v) -4-a-=fry-2- (e°^^ 

-l— 4)V) -3. [4, 5-d] tfy^v-s — -fV> 

4- [1- (2-^^/W - 7 -3t-^y- 6 , 

25 y* [4, 5-d] if y ^^-2-^r^] i^^^^^- 1 t-:/ 
^/v^^7 i ^j3j;tj!4-^'ci^y.^v-3-7/v^-u^>'y*= h y ^Jiv^-cH 
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Mm 2 5 8 b «fl&fl5-&4lJSr»fc. 
MS m/e (ESI) 406.23(MH + -CF 3 CO0H) 

3flftflil2 9 7. 2- T3- {2^7±~M -4-**y-2- (tV*?^ 
-3. 4-i?tKP^^y C4. 5-d] 

4- [1- (2-^^/V) - 7-^^y-6, 

✓ [4, 5-d] — r/H tv<?^v- t-:/ 
»J2 5 8 b fcra«fc*aaiu auBfls-a^SrWifc. 

10 MS m/e (ESI) 406. 25 (Mr-CF 3 C00H) 

$mm 2 9 8. 3 - ( 2 -zf?-~;v) - 5 - ^y^/yy-i-^/^ gvk) 

-2- (f^i^- 1— iM -3. [4. 5-d] 

y 4 > y yA'a-ggMtefeft 

4- [1 - (2-^=^) -7-^y-6, 

15 ^[4, 5-d] tfy^5?y-2 — r/H tr^7^v- i-^/v^^m t 

<r>V^*<r;v$$&T$l-zfn*:*=?';V'( U V'SrffiV^T^liS^J 2 5 8 b il^ 

1 H-NMR(CDC1 3 ) 

6 1.80 (t, J=2.4Hz, 3H) 3.46 (m, 4H) 3. 68 (m, 4H) 5.17 (q, J=2. 4Hz, 2H) 6.22 
20 (s, 2H) 7. 94 (dd, J= 8. 2, 8. OHz, 1H) 8. 08 (t, J=8. 2Hz, 1H) 8. 21 (d, J=8. OHz, 
1H) 8. 24 (d, J=6. 4Hz, 1) 8. 27 (s, 1H) 8. 46 (d, J=6. 4Hz, 1H) 8. 68 (d, J=8. 2Hz, 
1H) 

MS m/e (ESI) 414. 32 (Mlf-CFjCOOH) 

2 9 9. 3 - ( 2 -~7*f-~)V) - 5 - ( 2 - 7 JV^U \f]}^^-3 ( 

25 >V*<?-JV) -2- (¥s<7\?>-l-s( JV) -3. [4. 

5-d] v y 7;vtPiif 
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4- [1- -7-**y-6, 

y [4, 5-d] &*<9i?is— t-y 

Tie«^2 5 8 b fcW«l'^U «l&fb-a-*«r»*:o 
5 MS /z/e (ESI) 384.22(MH f -CF 3 C00H) 

HKSfl83 0 0. 3- (2-^^/V) -5- (2-7;VtP^y^-4-^f 

^?vv) -2- (br^i^^-i — <jv) -3. [4. 

5-d] b°U ^v^^-4-^-^ >'J7;VtPillt 

4- [1- (2-^=/v-) - 6 ( 7-^tKn-iH-^>;y 

10 y [4, 5-d] lf!J^-2-^;H fcT^7^>-- t -y 

t«m 25 8bt mm^mm u sb^^* 

MS V© (ESI) 384. 20(MH f -CF 3 C00H) 

gaft0B3oi. 3- (2 -y^^/v) -5- (6-77v^-ptf y ^^-2-^r 
15 /k?t_fyv) -2- (br^9^v— i z^LM -3. [4, 
5-d] y£y#W—4—*"s MJ 
4- [l- (2 sV) -7-3r*y-6, Kn- 1H — f 5:^ 

y [4, 5-d] ^y^y-2-^/v] tf^-s^^-i-^/v^^ t-y 
20 -c^ra 2 5 8 b t raaMcj&au «ieft:-fr*sr#fc. 

MS Ve (ESI) 384. 22 (MHM3F 3 COOH) 

jji3 0 2. 2- [3- (2--f^^M -4-&*y-2- (fc°^7i^ 

-3. [4, 5-d] bryyj?^-s->f/u 

25 4- [1- ( 2 - A-) - 7 -«y-6, 7 -S?t Kta - 1 H-4 5 ^ 

y [4, 5-d] f;v] tr^s^- l-^/v^/i t -y 
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?vUct;*fVK). 0 10 g<DN, N-^f;W*;VA7 5 KO. 5ml»^. 
MUVV&O. 00 5 g*5j:Ut2-^n^f;V^/=hy;vo. 0 0 7 gS: 
MS., mm.-? 2 0 B£H5«# bfeo SJS^KiStm^^ lmU tK 1 m 1 

5 0. 2m 1 io XX^imt^m <D3 l%^mmO. 2ml*M, 2 0^5tT' 

v-hyjv-j&mmi® (o. i%hy7;vtD^t) &;av^ 0 ) i^r^is! 

10 U ^fB^fb^O. 0 0 9 g£#fc e 
MS Ve (ESI) 406.28(imr-CF 3 C00H) 

H3feM3 0 3. 3- [3 - -4-^-^y-2- (tT^S?^ 

-1-^T^) -3. [4, 5-d] fcTJ^i?^- 

15 4- [1- (2-^n^) -7-*-*y-6, 7-^fcKn-lH — 

v [4, 5-d] t p y^^-2-^/H tr^^^^-i-*^^. t-^ 

^-;^^.^/V*5j;t/3-^t3^^^/V^<^y*c=i h y /PfciBV^Tlllifg^l 3 0 2 t 

MS Ve (ESI) 406. 30(Mtr-CF 3 C00H) 
20 ^3 0 4. 4- T3- (2-^rz^) -4-^y-2- 

-1 — (_M -3, 4-i?H Kp^T §jgV [4, 5-d] tTU^^^-5-^/V 

^ gvk] ^^7 $ k k y 

y [4, 5-d] try y??>-2 — rvv] tr^9^-i-*/P*^» t 

25 ^fr^*T^&£U4-Z?v^*^;V^^^~h)) fr%m^X%1fcm3 0 2 t IrI 
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MS Ve (ESI) 406. 31 (MH*-CF 3 C00H) 

mmm3 0 5. 3- [3- j2=?±~M - 4 - {&<7J¥> 

-I-Jsv) -3. 4— ^fcKP^^V [4, 5-dl lfy^i^-5->OV 
5 4- [1- (2.-zf*f-=-M -7-^y-6, 7— 5>fc Kta- 1H--T 

3/ [4, 5-d] ^y^y-2-^;v] tr^^^V- l-^A-Jj?^ t— ^ 

fvV;n;*7VV0. 0 10g©N, N-^f^VATU'O. 5mlW^ 

!)^0. 0 0 5 g*5<fctf 3- (^ci^^^/V) ^S^^^^^^T'/^O. 
00 8g^M, £»-?2_on#ro*#Lfc. RJSilCffiilaf;HmK * 1 m 
10 lfeJO*.»*U *«l®Sr«3ffiUfcc Wm.^^9J-?V\. Oml»U* 
8Mb-** h y ^ AO 5 NtK^^ 0 . 1ml ^r^JP x., 20 l$niJM.-ej*# bfc 
«KlSWI*^'/H m 1 > * 1 m 1 &Jn**i»TBMS:K:;SSU til?: 
aHSUfc. Sjl^nn^^yO. 5m 1 j3j:t5h y 5mlC 

15 - (T-fe b ^ h y ;V-7K^»ffi (0. l%HJ7^tPHS^t) Srfflv^c) 

MS (ESI) 407.29(Mr-CF 3 C00H) 

gffi^3 0 6. 4- [3- (2-^^/W -4-^^y- 2- (bV<9 3?y 
-1-^f/V) -3, 4-S?fc KP>fS*V C4. 5-dl fc°y^i^-5-^V 
20 ?Lf2kJ gUljg MF 7A'*-gBE«Mtt 

4- [1- (2-^=7V) -7-t^y-6, Kp- lH->f 5^ 

y [4, 5-d] 1 t 

0IJ 3 0 5 h R8ifc«yffiU aiSBflJ&ttSrftlfc. 
25 MS Ve (ESI) 407. 30 (MlT-CFsCOOH) 

^lglJ3 0 7. 5- C3- (2-^^/W) -4-^^-2- (tr^9i?y 
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-t-^/U,) -3, T4. 5-d] fcTU^S^-B-^ 

4 - [i- - 7 7 -5?fc Kn-1H — 

/ [4, 5-d] f/V] f^7v?y-l-^^^t t-y 

j\s%m^xmMm 3 0 5 ^ nunic^rau ^fate-a^^fc 

MS V« (ESI) 397.28(MH + -CF S C00H) 

mmm 3 0 8 . 3 — ^^^z 2 - ( e^iz 1 w - 3 . 5 - s? t 
Kg^s-gv [4, 5-d] Ny7;vtPilill 

10 a) 4- ( 1 -^^/U- 6 — <>^^V^-=¥^^V-7-^ -^y-6. 7- 
^tKP-lH-^^y/ T4. 5-d] tT U^i^ -2-^VV) fcf^?^- 

i — 7j ^ift t — rff-fls^-^T-^ 
4- (6 — <^$Mo^Ho«?'A'— 6, 7-^fcKn-lH-W 

^^y* [4, 5-d] tryy^v-2— f/u) tr^^-i-*^*^* * 

15 -zff-^^^;V^HXP<ls^;vzfu^^ h'&mteW 1 1 6 d t Ril'Mt, 
m-NMRCCDCls) 

6 1.48 (s, 9H) 3.13-3.18 (m, 4H) 3.50-3.54 (m, 4H) 4.72 (s, 2H) 5.61 (s, 
2H) 5.65 (s, 2H) 7. 20-7. 35 (m, 10H) 8.22 (s, 1H) 
20 b) 3-^<>is/V-2- (fcV^v^- 1-^V>) -3. 

^ [4, 5-d] IfU ^^—4— hi 7^P§l^t 

kp-ih- f s^y* [4, 5-d] \?v 9^-2.-' <M tr^^v-i- 

25 #fco 

'H-NMR (CD 3 OD) 
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8 3.31-3.37 (m, 4H) 3.40-3.46 (m, 4H) 5.68 (s, 2H) 7. 22-7. 36 (m, 5H) 8.25 
(s, 1H) 

MS Ve (ESI) 311.24(MH f -CF 3 C00H) 





00 3 0 9 . 3 —*<ls*?As— 5 f-;v- 2 - (fcV<9 l - 


3, 


Ko^5^/ [4, 5-d] \£V trW-A-Jrls hV^/^u 


mm 

a) 


4-(i-^^^-7-^y-6, 7-i^t kp-ih — r 5 ^[4, 


5- 


a] try y&is— 2->f ao tr^9^^- i -*ajj?v^ t-^i^ 


3 

5 - 


2 - (^7^^- 1 -'f /V) - 3 , 5-^fc Kn-f 5:^y[4, 
d] t°y^^-4-^-^ hy7^to^S?r^l!H5ij2 5 8 a) tMU 



^-NMRCCDCl,) 

6 1. 47 (s, 9H) 3. 12-3. 16 (m, 4H) 3. 47-3. 52 (m, 4H) 5. 58 (s, 2H) 7. 20-7. 34 (m, 
15 5H) 8.20 (s, 1H) 10.04 (br. s, 1H) 

b) 3-^V> ? A-5-pt^/V-2- (^7^/-l-^/V) -3, 5—3? 

t^p^f^'/ [4. 5-d] hy7;vtp^ii 

4- (1 — <^i^/U-7 7-i?tKP-lH-^5^/ [4, 
5-d] t°y 2— T/V) tV*9S ? l'- 1 -#A^M t-^A^^ 
20 TVVi 3 ^Atr«V>T^IJ£^!l 2 5 8 bt ^iMIL, ^IB-ffc^ £r#fc 

^-NMRCCDsOD) 

6 3. 29-3. 35 (m, 4H) 3. 36-3. 41 (m, 4H) 3. 83 (s, 3H) 5. 68 (s, 2H) 7. 21-7. 34 (m, 
5H) 8.20 (s, 1H) 
MS Ve (ESI) 325.0l(Mir-CF3COOH) 
25 ^MM3 10. 3-*<^3?A~5- (2-t^y-2-7x^Vxf;l/) -2 
- (fcXy 1 — j_ As) -3, T4. 5-d] IfU^ 
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4- [1— <^^V-7-^y-6, 7-^tKn-lH-^>;^/[4, 5 
-d] t°y^v ? >--2 — < )V\ ^7v?^-l-*^^ t —zf = f-;v^.^'r 
;v*5il)!2-^ciW h^*^^Srffiv>-Cll»J2 5 8 b tHIMl, ^ 

5 m\&m*mc> 

'H-NMR (CD 3 0D) 

6 3. 31-3. 36 (m, 4H) 3. 44-3. 49 (m, 4H) 5. 69 (s, 2H) 5. 77 (s, 2H) 7. 22-7. 52 (m, 
8H) 8.06 (d, J=9. 3Hz, 2H) 8.32 (s, 1H) 
MS Ve (ESI) 429. 39(lfflr-CF 3 C00H) 
10 glifeffil 3 1 1 . 5- -2- j\£ 

-3. 5— S^fc Ka^ffV [4. 5-d] lf!)^y-4-t 

4- [l-^<^^-7-^-^y-6, [4, 

5-a] t°y^^-2— f/v] ^7^y-i-*;^vi t -^-fvwn* 

15 ^rsis&XXP (2-7'n^f/i') ^^>-«rfflW-cllJfe^J 2 5 8 b 
^-NMRCCDCla) 

6 3.11 (t, J=8. 1Hz, 2H) 3.24-3.29 (m, 4H) 3.37-3.42 (m, 4H) 4. 46 (t, 
J=8. lHz,2H) 5.58 (s, 2H) 7.09-7.34 (m, 10H) 8.20 (s, 1H) 
20 MS Ve (ESI) 415. 54(MH + -CF 8 C00H) 

MMM312. 5- (2-7aiy ^y^jV) -2- (hf^9 

-3. [4. 5-d] fyj^V-4- 

4- [1 7-^-^ry-6, 7-5?fcKn-lH-<5^/ [4, 
25 5-d] try 2 — f^] f^7^y- 1 t-^^vWt* 

7VV:j3«J;t* 2-7*0^^^^^ — /V^— r/HrfflV>-r^WJ2 5 8 b t 
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^-NMRCCDCla) 

5 3.21-3.24 (m, 4H) 3.37-3.42 (m, 4H) 4.37 (t, J=5.8Hz,2H) 4.64 (t, 
J=5. 8Hz, 2H) 5. 58 (s, 2H) 6. 86-6. 94 (m, 3H) 7. 07-7. 34 (m, 7H) 8. 21 (s, 1H) 
5 MS Ve (ESI) 431. 57 (MH*-CF 3 C00H) 

Hglj3 13. 3-^^vVv-2- {Myitis- -5- (2- 

ro^v) -3. [4, 5-d] 

4- [ 1 vVw- 7 7-^fc Kn- 1H- f 5^ [4, 

10 5-d] tf!)^i?y-2-^] tr^^- l-*/^#^Bfc t-^/V^* 
7VV*3.fct*3-:/n^— 1 -:7°nfcr^&;BV^«0!|2 5 8 bt»MU 

MS Ve (ESI) 349. 31 (MIT-CFjCOOH) 

ggjifcffll 3 1 4 . [3-^^-4-^y-2- (fcV^vi^- 1 —YAP 
15 -3. T4, 5-dl fcf jy^^-5->f/W] T1?h~h 

y ;v h y -7)vir g ffE^i 

4- [l-^<>'v ? /V-7-^-#y-6, Ko-IH— f 5^ [4, 

5-d] fc°y ^i^-2->f/V] fc e ^7^- 1 t-^/Vct^, 

20 ik&m*'&it 0 

MS Ve (ESI) 350.30(Mir-CF 3 C00H) 

glifeffij 3 15. 3 -^S^/W- 5 - (2-bKP ^j/ji^/v) - 2 - L^±2 
S^-1-WVV) -3. 5-^bKP^$^ [4, 5-d] 

25 4- [1 ti/*?As- 7-&*y-6, 7-^fcKo-lH-/f$^/ [4, 

5-d] try^^-2-^/v] hf^7^>-- l-*/^#5^ifc t-zf*f-;v^* 
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MS Ve (ESI) 355. 32(Mir-CF 3 C00H) 

3 16. 3 -^^✓vv- 5 - ( 2 - ^ h =fr v-^/V) - 2 - (b:^<7 i£ 
5 V-l— QV) -3. 5-v?fc KP>f 5:9V [4, 5-d] tf U jt^J-y- 4 

4- [l-^;V-7-^y-6, 7-i?tKP-lH-^^y.[4, 

5-d] t°y yi>^-2— r/v] tv^y^- i-^^^m t-^/v^^ 

7^^m^xmMm2 5 8 b tmm^fumi^ 

10 ^iB^^Sr^fco 

MS Ve (ESI) 369. 35 (MH*-CF 3 C00H) 

1 7. [3-^y^;V-4-t^y-2- (t:'^^^^- 1-^^) 
-3. 4-^fc Kp^ [4, 5-d] b°y j^^-5 QU]mk^^ 

15 4- [l-^<^^-7-^-^ry-6, 7-^tKB-lH — f5^[4, 
5-d] fc 0 !) 2— f/U] tf^y^^- 1 -^^3j?^H t-^/^J^ 
X^*5i-0 { ^o ; &^m^^/^ffiV>-C*Ji£^j2 5 8 b ^ii^Il, nm<£& 

MS Ve (ESI) 397.33(MT-CF 3 C00H) 
20 jljfeffil 3 1 8 . 3— 5— [2- (3-pt f^7x=;k) -2-^T 
^yo^vH - 2- (bV<7i^- 1 -JM -3,5 KP>f S^V [4. 

5-d] \f]> hv^^nmrnm. 

4- [i-^y^v-7-t^y-6, 7-^tKn-lH-^5^ [4, 

5-d] tfy ^f-2-wvv] tr^s?^- t-^^vv^* 

25 7VV*5<};tP2— /n^- 3' h^^r-fe h^^y ^SrffiV^X^lS^J 2 5 8 b 
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MS ale (ESI) 459. 34(MH*-CF 3 C00H) 

SMil3 19. 2- [3-^^/1— 4-a-3ry-2- (tV *9S?^- 1 
-3. 4-i?fc Kg^^V [4. 5-dl ^i>^-5— 

5 4- [i-^<^^v-7-^y-6, — (^?^l4, 
5-d] IfU^^^- 2— (>V\ ^7^y-l-*^^t t -T^l^*. 
7 l /V*3J:TJ ? 2-^i3^^^W-<^y= b y/VSrffiVNT^»j2 5 8b tl^Iil^M 

MS ale (ESI) 326. 33 (MlT-CFsCOOH) 
10 tUflSffij 3 2 0 . 5-^^-2- (bT^S^-l- ^AO -3- (2-^u 
tf^W) -3, 5-^bb'P^^'/[4. 5-d] L 

4 _ ( 6 _^^ 7 V_7-^-dfy-6, 7-i?tKn-lH-^5^/ [4, 5 
15 A**l*3-:7n*-l-:7»lfV«:JB^Tfi«fll2 5 8 b HU#fc#l31 U ft 
^-NMR (CD 3 OD) 

6 2.99 (t, J=3.3Hz, 1H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s. 3H) 
5.75 (d, J=3. 3Hz, 2H) 8.20 (s, 1H) 
20 MS a/e (ESI) 273. 1 (MH*-CF 3 C00H) 

gti3 2 1. 3- j2^£T=M -5-^3vv-2- (^7^y-i- 

-3. 5-^Kp^$y/ F4. 5-d] b°u^^-4-^-^ 

4 _ ( 6 _^^_7-^-^y-6, 7-$?fc KP-1H — < [4, 5 

25 - d ] try 2 — f )V) V^V^-l-XfriS^m. t -Zf'f-SVX.T.T 

/UjoiT^l-T'n^— 2-^^SrffiV>TH»!|2 5 8 b PJHt-^SU ^IB 
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^-NMRCCDaOD) 

5 1.69 and 1.84 (dd, J=6. 3, 1. 3Hz and dd, J=6. 3, 1. 3Hz, 3H) 3.43-3.48 (m, 
4H) 3. 54-3. 58 (m, 4H) 3. 82 and 3. 84 (s, 3H) 4. 94 and 5. 07 (d, J=6. 5Hz and 
5 d, J=6. 5Hz, 2H) 5.63-5.80 and 6.11-6.20 (m, 2H) 8.19 and 8.22 (s, 1H) 
MS a/e (ESI) 289. 2 (Mff-CF 3 C00H) 

si 

tttglJ3 2 2, 5-^^/W-3- (2-^^~M -2- (fcV<7 3?^- 1 
-JAA -3. 5-^KQ^f$^/r4. 5-d] tfU^i?^-4-^ b 

10 4- (6-^^/V-7-^y-6, 7— 5?tK»— 1H — f^£V[4, 5 
-d] tf]J 2-4 M M'Zjyy— 1 -JfrA'SflVfifc t— ^/^^T" 

/Kfc5.fctfl 2-^^:/£fflV > 'T||;lig'#l2 5 8b U S 

^-NMRCCDsOD) 

15 5 0. 97 and 1. 08 (t, J=7. 7Hz and t, J=7. 7Hz, 3H) 2. 04-2. 27 (m, 2H) 3. 42-3. 46 
(m, 4H) 3. 54-3. 58 (m, 4H) 3. 81 and 3. 84 (s, 3H) 4. 91-4. 96 (m, 2H) 5. 59-5. 81 
and 6. 14-6. 22 (m, 2H) 8. 19 and 8. 22 (s, 1H) 
MS m/e (ESI) 303. 25 (MT-CFsCOOH) 

#jfeg!l3 2 3. 5 3- O-pt^/V-2-^ ^V) -2- 
20 v^V-1 — f/W) -3. S-^Kp^^'/[4. 5-dl X9 4r&>-4 

4- (6-^f/I/-7-t^y-6, 7-5*fc KC2- lH->f C4, 5 

-d] y y-Jl/— 2 — *f A*) tf/HflJ'Bfc t -^/V^^-T- 

ZKioiTJ*!-^*^- 3-;*^- 2-:/^^£^T|IJ£0ij2 5 8 b £ l^ilM 

25 MU *fBf&S^»«:#fc. 
1 H-NMR(CD 3 0D) 
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6 1. 75 (s, 3H) 1. 83 (s, 3H) 3. 43-3. 47 (m, 4H) 3. 52-3. 57 (m, 4H) 3. 84 (s, 
3H) 5.00 (d, J=6.8Hz, 2H) 5.40-5.45 (m, 1H) 8.17 (s, 1H) 
MS mf e (ESI) 303.27(MH f -CF 3 C00H) 

mmm 324. 3 - p tf/w gvk= s - gv^z 2 - ( 3?^- 

5 l-WVV)-3. 5-^KP^f^'/[4, 5-d] h 

4- (6-^^/V-7-^-^y-6, [4, 5 

— d] tfy 2 — -f AO tf-^?^- 1 — *A'#^Bfe t —•f^/U^^'f 
/vfcitJ'V^ n^o W W K«rJBwcaaS0!l2 5 8 b t^i^M 

10 U «flmfr£4fc*r1#fc. 
'H-NMR (CD3OD) 

5 0.44-0.55 (m, 4H) 0.81-0.85 (m, 1H) 3.42-3.46 (m, 4H) 3.54-3.58 (m, 4H) 
3.83 (s, 3H) 4.39 (d, J=6. 6Hz, 2H) 8.21 (s, 1H) 
MS m/e (ESI) 289. 25 (MfT-CF 3 CO0H) 
15 WJ3 2 5. 5- [2- (2-7^/7x^1/) -2-t»ya f^]'-3 

- {2=2±~M -2- (t°^7^V-l — fAO -3. 

y [4, 5-dl tf!)^y-4-^y ^h'J7;^P^tt 

a) 4- [1- (2-^=/» -6- [2- (2-=FP7x^) -2- 

^yoi^/V] - 7 -^-dry-6, 7-^bKP-lH — f5^y[4. 5-d] 

4- [1- (2-^=/W) -7-^y-6, 7-^tFP-lH-/f*y 

y [4, 5-d] if y jn?y—2—> tr^^-i— t -y 

5 8b iHHHtcMSU ^IBflS-B^^fCo 
25 'H-NMRtCDClg) 

5 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.44 (m, 4H). 3.50-3.55 (m, 4H) 
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5. 04 (q, J=2. 3Hz, 2H) 5. 44 (s, 2H) 7. 62 (m, 1H) 7. 71-7. 74 (m, 2H) 8. 13 (d, 
J=7.9Hz, 1H) 8.21 (s, 1H) 

b) 5- [2- (2-T$ jy^=-jV) - -3- (2-^ 

-2- (b'^v^-l-^/lQ -3, [4. 5 

5 -d] lf7h'J7;i/tPMi 

4- [1- (2-^=/V) -6- [2- (2-= -2-^*=^ 
y^;V\ -7-^y-6, 7-i?K KP- 1 H — f 5.?^ [4, 5-d] tf 
y ^v 5 ^— 2 — ' f 7V] fcV^S**'— 1 -^Vtf^^ t -^^/Wh^tvK) . 0 
58g©i^/^5ml^!^2mU $cO. 0 7 0 g *5 .fctflfrfbTV^^ 

io ^o. oo7gtr*p^> 3^raM^ufc„ £0£»jti®u mjzmffiv, 

^il^PP^^>'4mnci«?U M)7/VPii4mllrMfc, 2t« 

-fe h= h v >v-im®wm (o. i % h y y^*vwm$m) zm^tcj \z.xm 

t8U mmit^O. 0 5 1 g^#fc 0 
15 1 H-NMR(CD 3 OD) 

8 1. 82 (t, J=2. 3Hz, 3H) 3. 45-3. 50 (m, 4H) 3. 68-3. 72 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 68 (s, 2H) 6. 56 (t, J=7. 2Hz, 1H) 6. 67 (d, J=7. 2Hz, 1H) 7. 30 (t, J=7. 2Hz, 
1H) 7.85 (d, J=7.2Hz, 1H) 8.25 (s, 1H) 
MS ofe (ESI) 406.22(MtT-2CF 3 C00H) 

20 mmm* 2 6. 3- ( 2 - zf<?-~^) -5. 7—^^-2- (g^^- 
i-^/v)-3, 5-^tKp^^/[4, s-di h 
y 2Vk±HH^ 

a) 4- [1- (2-^^V) -5-3C h^r^^=/V-4- ( 1 — t: K 

25 t -T'f-yvx^r^ 

-7 0°C-e, ^<D#ffl^T> 4- [1 - (2-^^V) -5-3ihdri/^ 
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/V/tfrvV- 4 -frjV5.su- 1 H — T 5 ^✓—/l'- 2 -<i>V\ t°^7^^~ 1 -# 
/Vs}?^^ t -^;>x^r^O. 050 gOfh7t Kn77^3ml» 
^f;W^i/5?A^PW K^O. 3Mfb7t Ko77>^0. 5m 1& 

Jnxx ^m*-r?_bm$^:fco mibr^^?^ 5 1 om 1 ^px.^ ft 

5 3 0ml Tttffllfc. ^rtHSfc* 10ml ti&ffrT- h V «7 A ©g&fn^ig 

y 7j-y^*7A^n^ b^77^f- iZXmMV, fflSt^A'-^y-l' (1:1) 

ism^wiuaiw^fci^wo. 0 4 9 g^#fc o 

'H-NMRCCDCls) 

10 6 1. 37 (t, J=7. 1Hz, 3H) 1. 47 (d, J=6. 9Hz, 3H) 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 
3H) 3. 17-3. 22 (m, 4H) 3. 55-3. 59 (m, 4H) 3. 84 (d, J=6. 9Hz, 1H) 4. 38 (q, J=7. 1Hz, 
2H) 4.78 (q, J=2. 3Hz, 2H) 5.12 (quint, J=6. 9Hz, 1H) 

ih — { )V- gzzdJkl fcV*9S?^-i— fr/^^Mfe t-zf^sv^x 

15 T2k 

4 - [ 1 - (2-^f-=-^) '—5—3: \>3c*sjj/l>7$~jV- 4- (l-t Kp^ 

is^M - iH->f ^^y— /v- 2— Tyv] e^&is-l-Xfrtfi'Wt t 

-^jv^x^/v&mMwi i 5 g iR*ic«iit, «aafl5-a^s:#fco 

1 H-NMR(CDC1 3 ) 

20 S 1.38 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.79 (t, J=2. 3Hz, 3H) 2.53 (s, 3H) 
3. 14-3. 18 (m, 4H) 3. 56-3. 60 (m, 4H) 4. 38 (q, J=7. 1Hz, 2H) 4. 77 (q, J=2. 3Hz, 
2H) 

c) 3- {2zz?±~M ~ 5, 7-^^-2- (fcV<7^-l-^VV) 

-3. [4, 5-d] b°y^^^-4-^-^ hvy/u^r 

25 PBEMftttL 

4 - [4-T-fe^/V— 1- (2-^^^yV) -5-^b^/V^-lH 
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0. 0 1 9 g ; 3 m 1 itl^ f ;Vt K7 0 . 1 5ml4iDt, 1 

10tt25»lUfc„ mm&ffi&Wm^ SilSr^PO^^yO. 5ml 
K:?&fl?U h V 7;vo^0. 5 m 1 M;tfd 0 *§ji&£:^lEit$S W ^tSrigffi 
5 miWSf&fr**^ b^77^ — (T-fe h= b y^V-TKm^lb^ (0. l%hV7 
;v*v%m%^) £fl^fc 0 ) l^T^U ^IB^^O. 0 17g<Sr#fc o 
MS V<? (ESI) 301. 33(MH + -CF 3 CO0H) 

mmm 3 2 7 . 3- (2-^^) -7-7^^-2- (tf^i^-i 

-^OV) -3. 5-^tKP^$^ T4. 5-dl tfy h 

10 U ^/I^gl^fc 

a) 4- fl- -5-3^ f^^7>^^V-4- (I-fcK . 

p^^x^f^ -lH-^$^/-/v-2->f;H tf*< 9S?^-i-:ft 

4- [1- (2— -f^—tV) - 5 -a h^r^;VJi?=^- 4 - ^^V- 1 H 
15 _^ ^ 2 f /V] tT^^i^V- 1 -#/VaJ?^ t -^^VVct.XTVV' 

rfcit^ai^/w^i'S'i^n W KSr*lfc^3 2 6 a IHfill^a glfB 
'H-NMRCCDClg) 

6 1.33 (t, J=7.3Hz, 3H) 1.48 (s, 9H) 1. 81 (t, J=2. 2Hz, 3H) 3.16-3.27 (m, 
20 4H) 3. 55-3. 59 (m, 4H) 4. 24-4. 34 (m, 2H) 4. 39 (d, J=8. 3Hz, 1H) 4. 78 (q, J=2. 2Hz, 
2H) 6.09 (d, J=8.3Hz, 1H) 7.22 (t, J=8. 0Hz, 1H) 7.30 (t, J=8. 0Hz, 2H) 7.41 
(d, J=8.0Hz,2H) 

h) 4- t A-^I/VJ /V- 1 - (2 - /V) fcjFVjT/Wjjg. /V 

25 *7Vl- 

4- [1 - (2-^=^) - 5 -3i h drv-TJ/VzK^/t— 4 - (1-t Ko^ 
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t -^/v^^^/v^^jfe^ 1 1 5 g t p^^Mau^fB-fb-a-^tr^fco 

1 H-NMR(CDC1 3 ) 

6 0. 92 (t, J=7. 1Hz, 3H) 1. 48 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 22-3. 28 (m, 
5 4H) 3. 57-3. 62 (m, 4H) 4. 03 (q, J=7. 1Hz, 2H) 4. 88 (q, J=2. 3Hz, 2H) 7. 43 (t, 
J=8.1Hz, 2H) 7.55 (t, J=8. 1Hz, 1H) 7.92 (d, J=8. 1Hz, 2H) 
c) 4 - pi- i2 = 7±~M - 7 -**cy- 4-7^- ^-6. 
KP-IH-WS^ T4. 5-d] b°^ 7v?^- 1 - 

10 4 _ [ i _ (2-^~A-) —5-* 

>M t -^/v^TVV&itft K^^&flifefll 1 1 5 h t ^icMU 

l H-NMR(CDCl s ) 

15 6 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.44-3.48 (m, 4H) 3.63-3.67 (m, 4H) 
5. 15 (q, J=2. 3Hz, 2H) 7. 40-7. 50 (m, 3H) 8. 34 (d, J=8. 1Hz, 2H) 10. 70 (s, 1H) 
A) 3- {2=2±=M -7-7~~*-2- (tr-^9^ ^-1 — Ukl ~ 

3, 5-i?t^-;^/r4. 5-d] hjLZ2L±E 

20 4- Cl- -7-^-^y-4-73i=7V-6, 7-S^fcKn 

-lH-^f^^ C4, 5-d] — f/U] ^9^-1-*^ 
t -^^VM^&Sfcififlll 1 5 i fcHilcML, «S3flf&»4r# 

MS n/e (ESI) 349.30(Mir-CF3C00H) 
25 «Rffll3 2 8. 3- (2-^^AO - 5 ^-)V - 7 - 7 ^~>\<- 2 - 

^s^-i-^/v) -3. 5-^Kn>f^/ f4. 5-dl try^^- 
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4 _ [x _ (2-^=/v) - 7-**y-4-7*=A'-8, 7-i?tKo 
-1H-- f 5^ [ 4> 5- d ] t^7^-i-^ 
t -^;v^^.^;u*5<tt^3 ^-fbP 1 ^SrHlftW 2 5 8 b i: ^fl-Ml 

•H-NMRCCDjOD) 

8 1.83 (t, J=2.4Hz, 3H) 3.47-3.51 (m, 4H) 3. 71-3. 75 (m, 4H) 3.92 (s, 3H) 
5.22 (q, J=2.4Hz, 2H) 7.43-7.48 (m, 3H) 8.35 (d, J=8. 1Hz, 2H) 
MS m/e (ESI) 363. 31 (MH*-CF 3 C00H) 
10 jHfrgaa 2 9. T3- (2-^^V) -4- ^y-7-7^^/>-2- (fcf 

-3. 4-i?fcKP>f$^ T4. 5-d] t°y^v?y- 

4 _ [! _ - 7 -t^y-4-7x=;V-6, 7-v?t Kn 

-ih— [ 4> 5-d] — f/v] tr^9^-i-*>^. 

15 tffWt t -^f/n^f/^ J; ^ a^Sffll t -^/v^TvV'&^iS^I 2 5 
MS w/e (ESI) 407. 29(MH + -CF 3 C00H) 

jfii3 3Q. 2- T3- (2-y^=7V) - 4 7 -7;n~/V- 2 
- (X^itls-l-'CA') -3, 4-^Kp^^'/[4. 5-d] 

20 5 v-Jrt *<^v~ hp/* h y y/^a-qBMfett 

4- [ 1 - (2-^=A-) -7-t^y-4-7x=/V-6, 7— 5>fcK» 

-ih-^^/ [4, 5-d] try ^^-2-> fvv] 
5 8 b tmrnzmm.^ *iaft:^s:#fc. 

25 MS (ESI) 464. 33 (MIT-CF 3 C00H) 

Hjjfcff] 3 3 1. 3 - [ 2 -T'^^/V) - 5 -£±2k= 2 - 3?^- 1 - 
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4M -7-hV7Ji>*n*°?-J\s-3. 5-^tKP-f$^ [4. 5-d] tf 

a) 4 - r 1 - -5—^h*$'lJA'&~fl'—4 — (2. 2. 

2 - HJ 7>>V^-P - 1 - b Kp ^J^A') - 1 H — f $ tf^—JV- 2-4 ^1 
5 tf^S?^— 1 — ift/H^lH t -zfj-)^^^ 

-0SVV%A<- 1H-- f 3:^y— /V- 1-4 )V\ ^7^ % /-l-*/^^t t 
-^f;H^f;WO. 15 5 g<£>N, N-^fWA7^ K 3 m 1 MHz: M 
»0. 0 6 5 g *5 i MJ 7;vt n a >>ft^ f /v 0 . 2 0 0 g ©N, N-i^^ 
io ;^;>A7 5 K 2 m l ®m*Mx., ^^©Wfe 3 o#«#Lfc. B£K^ 

^30ml j3±tje4a^T>' j e=^A05%*l»»t3 Om 1 #HM**2 
0 m 1 -C 2 HI i «6tffctf- h y P A<Dg&fP7K^ 2 0ml t?MUJc55fe#- U fflOftT 

Tflmu SMfc^A' — (1:9) SUBte-^ttO. 0 1 

15 3 g £r#fc„ 
1 H-NHR(CDC1^ 

6 1.39 (t, J=6.9Hz, 3H) 1.48 (s, 9H) 1.83 (t, J=2. 4Hz, 3H) 3.15-3.26 (m, 
4H) 3. 55-3. 60 (m, 4H) 4. 34 (qq, J=10. 2, 6. 9Hz, 2H) 4. 53-4. 64 (br. s, 1H) 4. 83 
(qq, J=17. 6, 2. 4Hz, 2H) 5.39-5.47 (br. s, 1H) 
20 b) 3- (2-^=/V) -5-^5vV-2- (tr^^-l-^) -7 
-b!)7;vto^f^-3. 5-^fcKP^f^^/ [4, 5-d] t^y^y- 

4- [1- (2-^=/^) - 5-3i h*3otrA'4tsA'-4— < 2 > 2 > 2 ~ 

h y ^/v^-n -i-tKa i^cn^/v) - 1 h — f 5 yy— /v- 2 ->r/w] tr^ 

25 1 — ^/VJ^i--^ t-7*f^x^f;VO. 013g©v ? ^t :I P^^y4 

m l^i^-7-fy(De s s —Ma r t i n)f^0. 06 0 g^r*Px. N 
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m& i o m i joit^Ma^TK^^ hy^^o. loog&fln^ ^wm%$Mr? 

t F^^^O. 2ml 2r#n?U 2 0«PIW1 1 0*C-e;MLfc„ &&$ri£EttJ&l'% 

-im&Wm (0. I%hy7;vtn^f) £JBV>fc 0 ) ^-CM^iU. ^IBte 

•^Jfe 0 . 0 0 8 g £#fc 0 

'H-NMRCCDaOD) 

10 5 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.71-3.75 (m, 4H) 3.87 (s, 3H) 
5.18 (q, J=2. 3Hz, 2H) 
MS m/e (ESI) 355. 16 (Mtf-CFgCOOH) 

WJ3 3 2. 1- -G-*?->V-7-**y-2- 
fj^-l — (M -6. 7-3?t: KpWS^V C4. 5-d] b°y^^-4 

a) 4 - [ i - -4- (^7;-tKP^^) - 5 - 

4- [l- (2— ^^—/V) - 5 - ^ h^fV*/V#-;V- 4 A- 1 H 

20 ( %?*/~ 1 -tfyV^M t - ^^-JV^^JV 

<DT-z h~ h y/n 5miWli:v7yftt h y £i»0. 2 0 0 g^SiMO. 
0 10ml Srifl*.. *?a-e 1 6 R#W»#bfco ffiM^* lOOml fc&Ufc* 7K 
5 0 m 1 -e 2 m t mt-f- Y y * AW^tK^S 50ml TUftft* £4RJ1 5: 

25 h^?7-f- RlXflHIU BfH 3 ^-*' (2:3) ^tii^®«fc 9 , 9 

mikS-Vo O . 2 7 4 g <Sr#fc 0 
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^-NMEKCDClj) 

8 1.49 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.19-3.23 (m, 4H) 3.56-3.60 (m, 4H) 
3.95 (s, 3H) 4.68 (d, J=9. 0Hz, 1H) 4.82 (q, J=2. 5Hz, 2H) 5.72 (d, J=9. OHz, 
1H) 

5 b) 4- fl- (2— -77-— Ad -4- (^P/^^-bKP^f/V) 
_ 5 _ yj h **/%A<iH=iA>- 1H-^S 2 -4fiA 1 - 

>M t ~ ^^^^^^ 
5<C-C4- [1- (2-^~A-) -4- (V7;-tKn^f^) -5 
b^^/V^^V- 1 H — f 5 2 —f/v] hf^^- 1 

10 tf^tt t -y^vVo^TvWO. 274g©^^/-^8ml tMft*^ 
30%7K^3. 2ml^oJ;tJ ? 2 8 %T i-^^TTK 3 . 2ml^Pxl5^W» 
#Ufc„ ffiflffitok*"*- b !J *i*<^SfP7k»C 10 0ml B^»3i^/W 1 0 

Om 1 t?2|EiaWUfe <> WaSfc-a-fcH^ ffilfrr^*^ 9 U KJBEjftffi 

15 8fc*^A' (1:9) ^W^-®«t«5, aUBflS^O. 0 3 9 g £r#fco 
^-NMR^DCls) 

5 1.48 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.13-3.25 (m, 4H) 3.54-3.57 (m, 4H) 
3.91 (s, 3H) 4.33-4.37 (br. s, 1H) 4.77 (q, J=2. 5Hz, 2H) 5.54 (s, 1H) 5.63 
(s, 1H) 6.82 (s, 1H) 

20 c ) 4- r4-7$yt»»y/w-i- {2=7±~M -5-^f»^ 
ih->t $^-/-;v-2 — (_M u^w-i-XA 'tfi'Wt t-zf 

o'C-C4- [1- (2-^^/V) -4- (Xr/U/<*>f A'— t KP^Wf^) 
-5-^ h^^/V^-A— 1 H— f 5 t?l/—A>- 2 ->T/V] tf^v 5 ^- 1 - 
25 #A'tf>Wt t-^^^r/WO. O38g©^oa^^y2ml^l> 
Ux^75y0. OSlml^^ftltt'y^O. 0 5 8 g©^f 
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5 >- o . 102ml iszxfi^atttmn* vwo. neg©^ 

^rm«^r« i %tk^2 o m k h y v j*<Drnnfomm 2 0 m 1 1 

5 awfc;-*- h v v ^m&mmz 0 m 1 ■c«&a6fru»^*3'*A-eiy*u 

(2:1) fiiiEfb^O. 0 2 1 g &#fc 0 

^-NMRCCDCla) 

5 1. 48 (s, 9H) 1. 82 (t, J=2. 5Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 56-3. 59 (m, 4H) 
10 3.84 (s, 3H) 4.84 (q, J=2. 5Hz, 2H) 5.62 (br. s, 1H) 7.02 (br. s, 1H) 

d) 4- [1- {2=7±~M - 4 6 — > fjV— 7 -ir^r 

y_ 6 , 7 -i?tKp-lH-v?t:KP^^/[4. 5-cH 

4 - [4_^^ /^-^1MJ/V- 1 - (2—^^=^) —5—^ b^v^/V^— 

15 ; v-iH-^^y/-;v-2-f/v] tV<7v?>— 1 -Jjjvtf^M t-zft-jv 

3u^fv^k%mm ii5hi mi^iL, stated £#fco 

^-NMRCCDCls) 

5 1. 50 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 63-3. 66 (m, 4H) 
3.99 (s, 3H) 5.12 (q, J=2. 3Hz, 2H) 6.16 (s, 1H) 8.85 (s, 1H) 
20 e) 1- - 6-^f;^-7-^y-2 - (fc°^7i^-l 

-6. 7-i?tKP>f$^/r4. 5-d] 

4- [1 - (2-^^^) -4-#/W^>f /V- 6 -j^/V- 7— 1 
6> 7 -^tKa-lH-i?tFn^^/[4 I 5-d] < 
25 AO fcV^^X— 1 t — y^/V^^^/^Sr^lfi^Il 1 5 i klwl^ 
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MS ale (ESI) 330. 18(MH*-CF 3 C00H) 

iM3 3 3. 1- -6-^f;v-7-t^-y-2- (bV< 

9v^-l-*OV) -6. f4, 5-dl fc°y^^-4 . 

6 4- [1- ( 2 - zf?-=-J\s) 6 -^^/V- 

6, 7-i?tKP-iH-^tKP^>;^/[4, 5-d] — r 

7V] tf^^^^— 1 — Ufr-fclsW. t -^/H^r/WO. 0 15g©^nn 
^yiml ^^{21 h 'J ^JVT 0 3 0ml *5 iTJ^^r i^fi-fbU ^ 0 . 

io 7^Pi® lmim i f%mmmm*m£m(svtc. 0 mm*M#i&Mmmfr 

^avh^77^f- (T-fe h~ h y (0. l%h!)7;vto^ 

-g-^) £r^fc„) i^xmU^. n^t^-mo. 0 0 1 g&#fc 0 
'H-NMR^OD) 

8 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.74-3.78 (m, 4H) 3.88 (s, 3H) 
15 5.18 (q, J=2.3Hz, 2H) 

MS a/e (ESI) 312. 25(MH + -CF 3 C00H) 

11^3 3 4. 3- -7-^fA/7$y-5-^»^-2 
- (t^93?^-l->f/U) -3. [4. 5-d] t°y^ 

i?^- 4 -a-^ h y 7;vtPiii 
20 a) l-^;V-7-^PP-5-^f;Wl, 5-^fc Rp^ $ [ 4 , 
5-d] bf y ^^^-4-^-^ 

i-^o-i^v-7 -^pp-i, 5-^KKP^$y/ [4, 5-d] eyy 

^i/— 4 — ^Tl/ (J. A. Carbon Journal of the Am 
erican Chemical Society, 80, p 6 0 8 3, 1 
25 9 5 8; • ^ • # — ^ • ^ • V • y ■ 

• y^-f^TM, 8 0 N 6 0 8 31, 1 9 5 8) 1. 03 5 g©N, N — 
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i?^WMr5 K30ml»»!J^0. 6 0 4 g*5£tf3!Mt;^ 
^0 . 2 9 7ml ^n*., 1 5 ^WM^#b^o mSt^^ 3 0 0 m 1 *3 
£tf7Kl 0 Oml SrflPxu ^S^tKI 0 0ml-T?2HIt^k^hy ^^.^fP 

TkMci oomi ^jffi&^u im^^^^ffciftu Miifc, a 

MWk&W 0 . 2 8 0 g <Sr#fc 0 
1 H-NMR(CDC1 3 ) 

5 3.86 (s, 3H) 5.64 (s, 2H) 7.11-7.16 On. 2H) 7.35-7.43 (m, 3H) 7.90 (s, 
1H) 

10 b) 1 — <V^- 7 - S y - 5 - ^ f /U- 1 ■ 5-i?t:Kg^ 

!-^<^^V-7-^i3a-5-^^V- 1, 5-^tKP-f5^/ [4, 5 
-d] tr y W-l/— A-^Tl/O. 1 3 8 g ^ ; -;V 2 m 1 f 
^y©50 %7KW? 2 m 1 ZMtl, 13 0 7 2 B#RB*D#&Ufc 0 M^II 
15 l^U,^£MUfci 0 ^«r^y*^Vv^9i>.^P^ b^^-l-"^^^ 
;-;v-mk^^ (1 : 19) ^W^MJ^^lBte-a^O.. 13 9 g 3r# 

'H-NMRCCDClj) 

6 2.73 (s, 6H) 3.79 (s, 3H) 5.59 (s, 2H) 7.12-7.16 (m, 2H) 7.30-7.39 (m, 
20 3H) 7.79 (s, 1H) 

c) 1— ^<^v ? 7V-2-^PP-7-^^^VT^y-5-^^ 1 /V-l, 5- 

^KP^f^y [4. s-di tfy^^-4-^-^ 

ttfl-eilO^I^T, 9 M tVVT ^ f 0 . 3 2 0 m 1 (Dy- h 7 t Ko 

7 7 y 2 m 1 MC^T'f A 1 ^ ;Vf > 7 t ^77^1- 1 
25 5mltti 8B$WS!#U;fco M^lif <Z>#B^Tx r»^«rl-^^ 

;k-7-^f;V7$;-5-^f;V-l, 5-^tKo^5^[4, 5-d] 
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try 1 6 2 g©f h5t Kn77^4ml»M, 1 

SBSraML^flHfcbfcflL ^Mf*^ » lact^O. 540g©fh7tKD77 

Oml Sr*nx.s BWI^>H 00ml -CttWbfco ^*SttK3 Oml t^fc-?- 

5 h V V *«&1bak»ra aomi -em&imfr U ^v-^i» t*|£ J| U $cJ£i^ 

(2:1) tSW^WiDWIBflS^O. 0 94 g£r#fc„ 
^-NMRCCDClj) 

5 2.68 (s, 6H) 3.78 (s, 3H) 5.60 (s, 2H) 7.05-7.08 (m, 2H) 7.29-7.37 (m, 
10 3H) 

d) 4-fl -^^^/V- 7-v ? ^5vVT ^ / — 5-pt^V-4-^-^ry-4, 
5-^KP-lH->f^/ T4. 5-dl try^^-2-^7V] t°^^^ 

1 -/<y^- 2 - ^ na - ;VT?; - 5 -^f^- 1 , 6-S?fc 

15 Kn^yy [4, 5-dl W y&^—A-X-ls&MMWl 1 6 c tmWztOi 

^-NMRCCDClj) 

8 1.47 (s, 9H) 2.68 (s, 6H) 3.19-3.22 (m, 4H) 3.41-3.46 (m, 4H) 3.76 (s, 
3H) 5.40 (s, 2H) 6.88 (m, 2H) 7.20-7.25 (m, 3H) 

20 e) 4- r7-v ? ^^T$y-5-pt^V-4-^-^y-4, 5-^tHP 

-ih-^$^ C4. 5-d] ifym-2-^;n f^v^-i-fr^ 

4- [1 7 -i?^ W 5 / - 5 - ^ f/l'- 4 -*^r V - 4 , 5 

-i?ttfo-iH — (%?*s [4, 5-d] \*y r tr^^ 

25 — 1— tf/Wtf^fi* 't-^f/l^x^A'O. 1 1 7 gOf h7t F»77y5m 

i»»ftry^7i 5mi t^nx> iITti/f^Ao.- 009 g&inx. 



WO 03/104229 



282 



PCT/JP03/07010 



ts^pl^^^^b^^^^- (r-fc b= y ^-**#«mi (o. i%hy 

7/u*P»»^^r) SrffiVVfc.) »!l-C«f»U «Bfl5#4bO. 00 7gWc o 
x H-NMR(CD 3 0D) 

5 5 1.48 (s, 9H) 3.11 (s, 6H) 3.55-3.58 (m, 8H) 3.69 (s, 3H) 

fj 3- -7-^f/^7^;-5-^f/W- 2- (t°^7 

^-T-^V) -3. f4. S- dl t-y^s^-4- 

10 H _^^^y [ 4> 5 -d] try f/v] tr^s^—i-*^^ 

1 H-NMR(CD 3 0D) 

6 1.80 (t, J=2.3Hz, 3H) 2.75 (s, 6H) 3.44-3.48 (m, 4H) 3.62-3.65 (m. 4H) 
15 3.68 (s, 3H) 5.16 (q, J=2. 3Hz, 2H) 
MS a/e (ESI) 330. ^(Mlf-CFgCOOH) 

gtlfeflil 3 3 5 . 3 - ( 2 -7?--^) ~ 5 -*?->V- 2 - (f ^y 
^ v _4_^, V ))-3, 5-^tKP^^ '/r4, 5-d]t°y 

20 a) 5-^^-/V-2- (f^y^^-4-^/V) -3, 5-^tKP>f^)/ 
T4. 5-dJ try ^3?^— 4— h 'J 7;UtP^5li 

4> 5 _j; 7 .; ; - 2H-(^y [CAS No 

4725 — 76 — 2] (Mart ine Bel j ean — Leymar ie, 
Michel Pays and Jea n-C laude Richer C 

25 anadian Journal of Chemistry 6 1, p25 
6 3, 1 9 8 3; "^/V^— > • ^W^sTy- W y *-ys^«^ 
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s?xry-^9?K« v— fee. ^tf-fry-^t/wty^^ 

6 1, 2 5 6 31, 1 9 8 3) 0. 2 9 2 g ifcitM -*M^/VtV<y 1. 

t -^f;l/x^f^0. 4 2 6 g ©31* y — /V 1 6 m 1 SSSKlSfiftj 
ft(III) 2. 71 g&JUJt* 6^»M«iEbfeo a«£M£^*PU 

y fr-7k.%k®mm (0. l%b!J7^o^itt) SrJflVVfco) fc-CttJ4U * 

ffrfb-B^ 0 . 0 6 1 g -£r#fc 0 

l H-NMR(CD 3 0D) 

8 2. 06-2. 17 (m, 2H) 2. 28-2. 35 (m, 2H) 3. 15-3. 24 (m, 2H) 3. 29-3. 35 (m, 1H) 
10 3.50-3.56 (m, 2H) 3.85 (s, 3H) 8.28 (s, 1H) 

h) 4 _ ( 6 _^^y-7-^-dry-6. 7-^Kp-IH -^^U,' 

15 5-d] fc p y^>'-4-^->' h P 7;wtaWilSr^I^ 2 5 8 a t Pilu 
^-NMRCCDClj) 

8 1. 50 (s, 9H) 2. 00-2. 16 (m, 4H) 2. 85-2. 99 (br. s, 2H) 3. 23 (tt, J=ll. 9, 4. 0Hz, 
1H) 3.95 (s, 3H) 4.11-4.40 (br. s, 2H) 8.39 (s, 1H) 13.90 (s, 1H) 
20 c) 4- [1- j2=7±~M -6-*fK-7-**y-6. 7-3?fcK 

E - JL H-Mi3^V f4. 5-di bryy^-2->f^l fc^y^-i- * 

4 _ ( 6 _pt^V_.7-^y-6, 7-^tKo-lH — f C4, 5 

-d] try 4 M tr^y v 5 ^- 1 t-^^vv^*? 1 

25 ^«l«l 1 9 d fcffWIIfcttaU »IBft:'&*Sr#/t. 
^-NMR^DClj) 
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5 1. 48 (s, 9H) 1. 81 (t, 3=2. 3Hz, 3H) 1. 93-2. 00 (m, 4H) 2. 85-2. 96 (br. s, 2H) 
3. 14 (quint, J=7. 9Hz, 1H) 3. 85 (s, 3H) 4. 16-4. 37 (br. s, 2H) 5. 39 (q, J=2. 3Hz, 
2H) 8.24 (s, 1H) 

d) 3- (2-^ = ^) - 5 - ^ 2 - (fc'^U^^-4- 

5 4*)) -3. KW?^ [4. 5-dl t fUy^>-4 

4- [i- (2-^=A-) -6-^f;V-7-t^y-6, 
lH--f$^/ C4, 5-d] \?])?i?y-2 — f/u] tf^y s^-i-7J^tf 
t -y^V^^^/v^r^lfe^J 1 1 5 i t l^^^feSU^IB^^lSr^Co 
10 1 H-NMR(CD 3 0D) 

6 1.80 (t, J=2.3Hz, 3H) 2.10-2.11 (m, 2H) 2.25-2.32 (m, 2H) 3.18-3.41 (m, 
3H) 3.56-3.61 (m, 2H) 3.83 (s, 3H) 5.47 (t, J=2. 3Hz, 2H) 8.27 (s, 1H) 
MS m/e (ESI) 286. 27 (MH + -CF 3 C00H) 

3£flS0il3 3 6. 3- (2-^^V) -5-pt^/ V-2- 
15 Sfr) -3. 5-^Kn^$^/r4. 5-cl ^^-4-^ hV7 

a) 3- (2-^^) -4-^PP-3HW^/ C4. 5-cl y *S 

[4, 5-c] try ^^2. 0 g, l-^a^e-2 
20 -zf^-yi. 3 7m K ^Mft* y 9 8 g& NJ-^W^7 5 Kl 

m$v, iSSr v y * 7 A ^ p v h ^ ? 7 ^ - I^T»I ^^-ft 
25 7 9 g £#fc„ 

hi 3- (2 -^^M -2, 4-^PP-3H — T4. 5-c] 
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;~J>vm\Z.X, 3- (2-^=/v) -4-^nn- 3H 
—- < 5 yy C4, 5-c] lfy^y4 9 0mg©f h7tKn79V5ml^i 
V 'f-V&i?^ Vf* &UT% K0>X Kn77^2. 2 2nil 

yi. i 3 g^b^t Kci77^2ml^^rti§.dS-6 3TOTI-&5 £ 5 
10 TttSlU ^MJ-v-RBk^A^ : l»W^HJ:03Kfe»3R*l 2 0mgSr# 

fee 

^-NMRC^fi-DMSO) 

fi : 1. 78 (s, 3H) 5. 29 (s, 2H) 7. 70 (d, >5. 6Hz, 1H) 8. 21 (d, 6Hz, 1H) 
cj 4- T3- (2-^^/V) -4-^PP-3H-f-;^ F4. 5-c] 

3- (2-^~A0 -2, 4-^nn-3H — {^^^ [4, 5-c] t° 
3^/2 11mg> fcf^^V- 1— */U#^Mft t-7*f;H^H9 7m 

Mr- 3HH20 bfc 0 7K^Tgfe# Lfc, 

mmfrm £ 9 s ^ta^-a-^ 2 4 4 m g 

^-NMRCCDCls) 

S : 1. 52 (s, 9H) 1. 87 (s, 3H) 3. 47-3. 49 (m, 4H) 3. 65-3. 68 (m, 4H) 4. 94 (s, 
25 2H) 7.41 (d, ^=5. 2Hz, 1H) 8.15 (d, ^5. 2Hz, 1H) 

d) 3- (2-y^~M - 5-*7sl'-2- (fcV<7^- 1-^/V) -3, 
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R-i?t:KP^$^ T4. 5-c] h!)7 ;^P^t 
4- [3- (2-^=^) -4-^PO-3H-^^^/ [4, 5-c] \£ 
i; 2 — f A-] hf^^i^^- 1— ^JJ^^Wt t —Zf'f-J^^-^TJ^O. 3mmol 

«SO^ f-ZU^/U*^ K 2 m 1 SlfflW- h P «7^9 8mg»^ 1 2 

5 o°c-e 4 \%mm&^tz.&. BiJ&mKmk*}) -7^1 o Omg. a^b^^im 

^?V1 : 1 O^W#M<fc9#fc£/»5mg& h I? 7;VtPSlO. 5m Ud 

^ 0 . 5 5 m g $r#fc 0 

MS a/© (ESI) 286 (Mir-CFsCOOH) 

gjg33_L 3 ^y?/y-2- (fcV<9$?y-l-^/H -3. 5-S?fc 

15 Kp^$^/ T4. 5-cl h'J7^tPB»a 

4_;n 3 - = bdlfy i^^^lil 8. 0 g©x>?/-/V4 OOml 

»7!);l'75y4 Oml ^M^s^WimMm^oK^M^m^^, 

20 (1:1) mm^m £ U l 3 . 6 g £#fc 0 

1 H-NMR(CDCl a ) 

5 4.00 (m, 2H) 5.29-5.35 (m, 2H) 5.87-5.98 (m, 1H) 6.63 (d, J=6. 5Hz, 1H) 
8.30 (d, J=6.5Hz, 1H) 8.31 (br. s, 1H) 9.23 (s, 1H) 
b) N*4*-7 i ;^-2-^PPt P| Jv ? y-3. 4-v ? T^>' 
25 7'J/V- (3-=fDtfy^-4-f;V) 75^3. 0 2 g|C3 5%If5 
5 m 1 trtiU*. 9 0X>*X*tmVti o m\M 1 9 . 1 g *MtL, 9 0 °CX° 30 
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Z&tCo MSrWct^SL, *7.k2 5 0ml *M5-1t- a S«=Sr^ff^U 
fct.T^T-^^^- /V©^fP^2 5 0ml £r>!TO;i> 2 O.B#Wfi#Lfco 
g^^A-7 5 0ml Sr^nx.> iry-T biti&U ^JE^bfc 0 m&*^V%7 
;^7A^-rh^77^i:tlSU g^n^vv-^-^ (1 : 1) ?§ffi 
5 9rm&*)nmk&W2. 8 8g&#fc 0 
^-NMRCCDCla) 

8 3. 29-3. 58 (br. s, 2H) 3. 84 (d, J=6. 3Hz, 2H) 4. 26-4. 37 (br. s, 1H) 5. 24 (d, 
J=ll. OHz, 1H) 5. 29 (d, J=16. OHz, 1H) 5. 85-5. 98 (ddt, J=16. 0, 11. 0, 6. 5Hz, 1H) 
6.43 (d, J=6.5Hz, 1H) 7.66 (d, J=6. 5Hz, 1H) 
10 c) l-7'J/V-4-^PP-l. KP^T [4 . 5-c] K°V 

N*4*-ry/V-2-^atit p y 4-^T5>-2. 8 8 g©Tt h~ 

h y /V-^J-^N, N' -^i/W ^ 4 6 g ©7t h ~ h V >V4 0 

omiM^an^u 7 0«M3i^bfc o ^^j£^b, as^m^^ 

15 /V500ml N 7k3 0 0mll«U ^«SJ1£ 1 NilK 1 0 0 m 1 "C 2 tH £J£ 

•ft:^- h y i7i>.^iafP7K^i o om i ^m^fow^MWt^y^v^mM^, 
f;V _^ PD ^y (1:1) mm^m^y)m^t^m2. 3 0g*nfr o 

l H-NMR(CDCl 3 ) 

20 5 4.51 (d, J=5.7Hz, 1H) 5.25 (d, J=16. OHz, 1H) 5.30 (d, J=10. 9Hz, 1H) 
5. 85-5. 95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6. 91 (d, J=6. 9Hz, 1H) 8. 10 (d, J=6. 9Hz, 
1H) 8.99 (br.s, 1H) 

d) l-7!)/V-3-^^-4-^PP-l. Kp^T C4, 

5-c] 

25 l-Ty/V-4-^nn-l, 3 -S*fc Ku-f 5 ?*S [4, S-cDbTy^ 
_ 2-^-^1. 0 5g<E>N, N-^f WAT 5 K5 Om 1 jgjSI^H* !) 
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?A0. 7 6 g&it^^vvK^P^-f KO. 94g^rAPx. Iltl4^I 
#bfc 0 7K3 0 0mli3itJ^ixf;I/3 0 0mlS?JPi> ^T$IJ1 &7K 1 0 0 m 
1 X*3®b&fc~r h V !?A(D^7fc^l OOml "CjlW^^U, aWK^fcV 
•>AT«b, ^oJE^U ^IB>fb^l. 5 7g&#fc 0 
5 'H-NMRCCDClj) 

5 4. 56 (d, J=5. 7Hz, 1H) 5. 23 (d, J=16. OHz, 1H) 5. 30 (d, J=10. 9Hz, 1H) 5. 44 
(s, 2H) 5.85-5.95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6.91 (d, J=6. 9Hz, 1H) 
7.25-7.34 (m, 5H) 8.08 (d, J=6. 9Hz, 1H) 8.99 (br. s, 1H) 
e) 3-^tKn^$^ [4. 5-c] 

10 U W— 2 -^-V 

1 _ 7 p ; v_3-/<yi?;l,-4-^Pti-l ) [4, 5 

-c] 75g©l, 4-^=¥1?->'l 5ml^l'7j<l. 

5mK4-^f/WV*9yN-^VKl. 0 6 g, 2%^5^^m7K^ 

Sml^i^ia^ithy!?^!. 9 4 gOTK^6m 1 ^APX. 1 8B#W 

16 6 0 'CTiPSft Ufco Tic 2 0 0 m 1 g^^^V 10 0ml "CttHi Ufco 

&7jt2 x 5 Om 1 tmti- h y ^AO|&?P7jc^5 Oml -CJW^^U 

7>f- icT^isib, wm.^^-^^ (i : i) ^tn^M^^^iB'fb'a-^o. 

3 8 g &#fc„ 
20 'H-NMRCCDCls) 

6 5. 44 (s, 2H) 7. 01 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 08 (d, J=6. 5Hz, 
1H) 9.18 (s, 1H) 

f) 3-^^^7W-2, 4-^PP-l. [4. 5- 

c] \?V*JS 

25 3-^<^^V-4-^nct- 1, 3-i?t Kn-f?^^ [4, 5-c]"t?yi? 
X-2-^->-0. 3 8 3 gS^^-^^iby ^5ml*5j;^3:^y^0. 3 38 
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g srjn*., 2 4 msMmm^** mm&m&Wknu mm*** 5 0 g ms*, 

i^-V (2 : 1) »ffl#^0«»fb'fr*O. 13g£#fc 0 
5 'H-NMRCCDClj) 

6 5. 43 (s, 2H) 7. 12 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 18 (d, J=6. 5Hz, 
1H) 

g ) 4- ( 3 -^y^;v - 4 - ^ p p - 3 H-^f T4. 5- cl try^ 

10 3-^^^V-2 % 4-^PP-l, 3-i?tKi3^5^/ [4, 5-c] 
tfU^O. 127gON, N-'^f ;v*;^T5 Kim 1 »^7^^ 
- I-^/wt)?^ t-^^^^-r^O. 0 94 gSrJP^l, l5 0t-C2l$M 
Mbfc„ Hflfcu^/i/ 2 5mlSrJnis ^WM*fo 1 0 m 1 "C 3 m t^flS"*" h D 

^-9-^ (3 : 2) »W^PTJ;9»IBfl5'&«fO. 0 2 9 g £r#fc 0 
•H-NMRCCDCls) 

fi 1.44 (s, 9H) 3.21-3.25 (m, 4H) 3.49-3.53 (m, 4H) 5.53 (s, 2H) 7.08 (d, 
J=6.5Hz, 1H) 7.30-7.38 (m, 5H) 8.14 (d, J=6. 5Hz, 1H) 
20 h) 3-*<ls&n>-2- (if^^ls-l-J^) -3. 
y T4. 5-cl try hj7^P»«ia 

4- (3-^;V-4-^PP-3H — f5^V [4, 5-c] 
2 — f;v)^7v?y-l-*;vr/i t -^/Va^TVVO. 0 2 9 g©N, 
N-^fvV/M'-kT^ K2m 1 M^CTKlm 1 i3«tt^3 5 1 m 1 SrflP^s 

25 3 6i$ra2raf?&gif6Ufco tmzmm&ffi^ mmzmftrntsimft* ? 

~7h- (T±h^hV^-*m^mm (0. i%by7;vtpfttt) Srffiv^ 
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fc 0 ) fc-Ol*«U m&tt&toO. 0 0 6 g&#fco 
MS a/e (ESI) 310. 29 (MH*-CF 3 C00H) 

SUlgJ, 3- -2- (g^S^-l- ^/V) -3, 

a-T'p^-lH-'f? i^y— /V- 4, 5-^*/V5^= MJA' [CAS No 
50847-09-1] 90. 6g©N, N-^f^A7§ K5 2 Om 1 
»»U!>^6 9. 8g^l-^-2-^74ml©N l N 
10 -i?^^;VAT? K5 Oml^Srjdll^ 5 0 'C'T? 8 Mm V1to 

1 izk5 0 Oml &An?U 5 0 0 m 1 tf 2 HI fc^^ MJ *A 

©ftCfft^SSR 5 0 0ml T?JlR&Sfc#- ^* f * A LMff M l^fc. 

(1:4) »W#WJ:!J*ffifc«£*b4 8. 0 g Sr#fc 0 
15 1 H-NMR(CDC1 3 ) 

5 1.87 (t, J=2.3Hz, 3H) 4.85 (q, J=2. 3Hz, 2H) 

V> 1 2-^n^-l- (2-^^V) -5-V7;-lH-^-;^V- 

1 - -lH-^5^-^-4, 
20 = MJ/V4 8. 0 g ©x^f y 5 O 0 m 1 ^tSU 2 5 m 1 IrJPx;, 11 

A- 500ml 500ml fc»#U *«fl5* 5 ^ AT?p H 8 UHMibfc. * 
**fi»*^5 0 0ml TJlfflU #Wi ****** WK^V^A-Cttlft 

25 (1 : 3) »W^WJ:!J»flBfl5^*2 1. 7 g 3r#fc„ 

^-NUffKCDCls) 
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8 1.43 (t, J=7.0Hz, 3H) 1.87 (t, J=2. 3Hz, 3H) 4.46 (q, J=7. 0Hz, 2H) 4.85 
(q, J=2.3Hz, 2H) 

c) 4 - [i- -5-i/7y-4-xf^;^ 

5 A: 

1 - (2--^=/v) - 5 -^ry - 1 h — f 5 y^—zv- 4 - 

a^Ao^y/W 2 1. 7 g Sr^JS^J 115b fcitfcMts «SB 
2 5. 1 g £r#fc 0 
1 H-NMR(CDC1 3 ) 

10 5 1.43 (t, J=7.0Hz, 3H) 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 
4H) 3.56-3.61 (m, 4H) 4.44 (q, J=7. 0Hz, 2H) 4.68 (q, J=2. 3Hz, 2H) 

d) 4 - [ i - ( 2 -zf?-~;U) -4-^^-5-V7>-lH — 

4- [1 - (2 A) - 5 - i^7; - 4-i 1 H- 

15 -Y ' A— 2 — tf^^V-l-^A^^Bft t -^fyn^f^2 
5. 1 g©x^r;^5 0 0 m 1 igSKK: 5 N*SMb^ b y 9^»«1 6ml trft! 

tjt*5 0 0ml »C»#U 2 NIH 5 0ml Sr^fc h U P A 

©ISfP7k^2 0 0ml T^^Utt^^^^A^ft*^^**^*^^ 
20 #1 2 3 . 2 g £r#fc«, 
•H-NMRCCDCls) 

5 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 4H) 3.56-3.61 (m, 4H) 
4.68 (q, J=2.3Hz, 2H) 

g \ 4- r 1- (2-^^/v) -5->7;-4-t:K P»Wf;V-lH 
25 —>( S ffV-vV- 2 — <)V\ \£*<? 9 S-y- 1 -;ftA-d?^Mfe t - ^vvj^tvv 
-lOttM- [1- (2-^=A) -4-*/V#^-5-v'7;-lH 
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_ 4 % 2 <>V\ fcf^^V 5 ^- 1-^^^ t-^^V^^T 1 ^ 

2 2. 9g©fh7tKa77>6 0 0mUch!)iW^6. Sgfc'itl 5 
^t2P^>f y^7Vl 0. 19 g<D<r h7tKo7?Vl OOmlTOIT 

5 ith!J!?A9. 4 5g©7Kl0 0ml^SriTUfc o 1 H#M#, gfti^^ 
5 0 0ml*3j;^5 0 0ml^P^ lNM-CpH5l^-^IUc^ ^ 
®^7K^ h y ^OlfrfoTMW^pH 1 Old^UTto ^«SttK5 0 0ml 

h 5 !7 A(D|&fP7K^ 5 0 0ml T?JlR&$fe$£ USfE®^ ?* 9 sV AT?ftjftU 

10 — (4:D »w^wj;i>aiaafls'8*i 9. 1 g£r#fco 

1 H-NMR(CDC1 3 ) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.26 (t, J=6. 3Hz, 1H) 3. 13-3. 17 (m, 
4H) 3.53-3.57 (m, 4H) 4.58 (q, J=2. 3Hz, 2H) 4.64 (d, J=6. 3Hz, 2H) 

15 2 g^jg ifs- 1 -fl/nES^Mft t -y^VJ^^.^^ 

4- [1- (2-^=/W) -5-^7;-4-t KP^f^-lH-'f 

35g©^Pa^^y5ml SHRfcL-fiMb^tf V 3 . 2 8 g SriP^ 

20 Sr*/5*^*?A^P^b^?7-f-Ct»im8»^ .^1h^(2 : 

3 ) gwM<t ?) wmt-erm i . 1 1 g *n± 0 

*H-NMR(CDC1 3 ) 

fi 1.50 (s, 9H) 1.88 (t, J=2. 3Hz, 3H) 3.24-3.28 (m, 4H) 3.59-3.63 (m, 4H) 
4.70 (q, J=2.3Hz, 2H) 9.87 (s, 1H) 

25 g) 4- [l- -5-vry-4- 
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Kn77^5m I mWifcTkmiki- V V ?^0. 0 3 8 g &;&qx.fc 0 4 - [1- (2 
;V) _5-i/7/-4-*;V'$;V-lH— f 5^/- /V-2 — f/v] fc° 

7y5mlttl 3 0^lfc. SSIxf;V5 0ml*JJ:tJ!0. 1 N*SMfc 

»aESr^y fcT«f»U IW***'*' 

(3 : 7) »ffi#PU0«WflS'£4&O. 3 8 0 gSr#fc o 
10 'H-NMRCCDClg) 

6 1.33 (t, J=7.4Hz, 3H) 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.19-3.23 (m, 
4H) 3.55-3.59 (m, 4H) 4.25 (q, J=7. 4Hz, 2H) 4.59 (q, J=2. 3Hz, 2H) 6.70 (d, 
J=15.8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 

h) 4 - [i- ~ 5->77-4- (2-*7V#3r^t^>^) 

4- [1- (2-^=/V) - 5 -V7;-4- (2-.^h^r^*/^=/Hf 

-jv) -iH->f5^-;v-2 — r^v] f^i^- l -jjjvtfisfSt t-zf 
f-^^T^mtHM 3 3 8 d t |SI«K:«kauaiafls-fr*Sr#*:. 
20 ^-NMRCCDCls) 

6 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 55-3. 59 (m, 4H) 
4.59 (q, J=2.3Hz, 2H)' 6.70 (d, J=15. 8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 
j) 4- [1- j2=?±~M -5->7/-4- (2-7^W;^^ 
M^;y) - 1 H--^ $ tfV—JV- 2 -4^1 \?'<.7*?Zs—l—2JA'tfl/til t — 
25 -f^-JV^-^T-jV 

&m<D^mnT, 4- ci- (2-^-^) -5-^77-4- (2-* a* 
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- 1 H-> f S W—A>- 2 -^V] tT^7 1 -fc/ntf^Sft 

t-yf;n^f;vo. 200 g N hyif;vr$yo. 0 7 3mlfc*±^7 

a.^/VTjs^^^T^KO. 108mlOt-^;-;V2ml»4^5 
or^PH&UfCo B^i^^S 0ml SrAPX-x zk2 0 m 1 Ufc 0 ^\WM& 

1 7 8 g <£r#fc 0 
1 H-NMR(CDC1 3 ) 

S 1.48 (s, 9H) 1.86 (t, J=2. 2Hz, 3H) 3.19-3.23 (m, 4H) 3. 55-3. 59 (m, 4H) 
10 4.59 (q, J=2.2Hz, 2H) 6.67 (d, J=15. 4Hz, 1H) 7.56 (d, J=15. 4Hz, 1H) 

y 4 - f4- (2- t -:/ h^iX^/V^=/VT$ 2 ~ 1 ~ (2-^ 

g^/Wj - 5 - - 1 H-^ ^ 2 fcV^^v-l-;fr/v 

^*<D#ffl^T, 4- [1- (2-^=/V) -5-V-T/-4- (2 -75? 
15 K7J;wtf=/v^=/v) -lH-^^^-2->f;v] tr^t^-i-**' 

tfl^ffc t _^^x^f/l^0. 178gOt-^;-;H0ml»15 

— KTCWJtU f^^ai^/V-^^I^V (9:11) ^tti^lli £ 9 ^IB-ffc-g^ 0 . 
1 6 9 g $r#fc„ 
20 'H-NMlKCDCl^ 

5 1. 48 (s, 9H) 1. 84 (t, J=2. 2Hz, 3H) 3^ 16-3. 19 (m, 4H) 3. 54-3. 58 (m, 4H) 
4. 51 (q, J=2. 2Hz, 2H) 5. 83 (d, J=15. 0Hz, 1H) 6. 43-6. 53 (m, 1H) 7. 55-7. 66 On, 
1H) 

k ) 4- [ 4 - ( 2 - t h»V»^=/^7$ / tr=iyV) - 1- (2-^ 
25 - 5 1 H->f $ ^'/"A- 2 \£*<?*?>-\ 
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4- [4- (2- t-^b^^VT^^) -1- (2 

t _ ^/v^^^/wsrHifii^i 3 3 2 b t mmztoM vm^^^^o 

1 H-NMR(CDC1 3 ) 

5 5 1.48 (s, 9H) 1.84 (t, J=2. 2Hz, 3H) 3.21-3.25 On, 4H) 3.54-3.58 (m, 4H) 
4. 68 (q, J=2. 2Hz, 2H) 5. 90 (br. s, 1H) 6. 36 (br. d, J=14. 8Hz, 1H) 6. 92 (br. d, 
J= 8. 4Hz, 1H) 7. 45 (br. s, 1H) 7. 52 (m, 1H) 

M 3- (2-y^/V) -2- (^^v^^-l-W^) -3. 5-i?bK 
vSHtfi/ T4. 5-cl MJ7^PftMWft 

10 4 _ [4- ( 2 - 1 f ^^;vjK^7 ^; ; ^-^) -l- (2-^- 

t-y^Vx^f/VO. 00 7 5 g©x^y-/VO. 3 m 1 5 

mzknmmittw v???*- (r*b=^p/i' : -**fMwa (o. i%by 

15 fcT«f»U'«f&fb-e'«JO. 0 043 g£#fc o 

1 H-NMR(CD 3 OD) 

6 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 5. 15 (q, J=2. 4Hz, 
2H) 6.60 (d, J=7.1Hz, 1H) 7.18 (d, J=7. 1Hz, 1H) 



MS a/e (ESI) 272. 32 (Mtf-CFsCOOH) 



Wfam 3 3 9. 3- (2-^=-/V) -5- (2-7* = 


./Vcc^/V) — 2 — 




^9^^-1-xT/v) -3. 5-«?tKn^5y/ [4, 


5-c] MVitf- 


-4 


a) 4- [3- (2-^^V) -4-^drV-4. 5 


-^t Ko- 3H 




[4, 5-ci try^v-2 — nv\ tr^^f- 


1 


t — 



25 ^f;vx^f;v 

3- -2- (tf^^-l— f^) ~ 3 ' 
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^^^[4, 5- c] try YD 7A'*vW®M$:%MM2> 5 8 

^-NJflKCDCls) 

6 1. 49 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 35-3. 39 (m, 4H) 3. 60-3. 64 (m, 4H) 
5 5.07 (q, J=2.3Hz, 2H) 6.55 (d, J=7. 1Hz, 1H) 6.97 (d, J=7. 1Hz, 1H) 

h ) 3 _ (2-^—^1 -5- (2-7^^V^^/V) - 2- (bV<95?^ 
-l-^/V)-3. 5-^tKP^^-/r4. 5-c] g L 

4- [ 3 _ (2-^=/V) -4-t= 3 t-y-4, 5-^tKP-3H-^f5^ 

io ^[4, 5-c] try^-2-w^] v^v-y-i-U'i'tf-yWt t-zf^ 

^-NMR (CD 3 0D) 

5 1.83 (t, J=2.4Hz, 3H) 3.05 (t, J=7. 3Hz, 2H) 3.45-3.48 (m, 4H) 3.62-3.65 
15 (m, 4H) 4.26 (t, J=7. 3Hz, 2H) 5.18 (q, J=2. 4Hz, 2H) 6.46 (d, J=7. 3Hz, 1H) 
7.15 <d, J=7.3Hz, 1H) 7.16-7.30 (m, 5H) 
MS Ve (ESI) 376.36(MH f -CF s C00H) . 

Sfelifcflil 3 4 0 . 3- (2--7r-M -5- (2- 7^y^voi?VV) - 2 — 
(\f^^-l-^JV) -3, 5-^fcKP^$^/[4, 5-cl gy^ . 

20 — 4-at-^ K u y^v^m^mM 

4- [3- (2-^— /V) -4-^-^y-4, 5-^tKP-3H — f 5 ^ 
y [4, 5-c] fc°y^^-2— <>v\ ^7^-i-*^>t x-^f- 

7V3i^^Vfej;t^2-^t3^^^/V^^=/V^— 7 i 7VSrffiV>-C^j!iS^j2 5 8 b t 
25 ^-NMRCCDsOD) 

5 1. 80 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 4. 30 (t, J=5. 5Hz, 
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2H) 4.44 (t, J=5.5Hz, 2H) 5.16 (q, J=2. 4Hz, 2H) 6.59 (d, J=6. 1Hz, 1H) 
6.87-6.91 (m, 3H) 7.20-7.24 (m, 2H) 7.50 (d, J=6. 1Hz, 1H) 
MS V« (ESI) 392.34(Mir-CF3C00H) 

3frtttflH3 4 1. 3- -5- (2-**y-2-7*~*^T 

5 ,V) -2- (V^^-l-sfM -3- 5-^bK P^S^/r4, 5-c] 

4- [3- (2-^—A-) -4-^y-4, 5— 5?fc KP- 3H-W 5^ 

✓ [4, 5-c] trys^-2 — r^] if^^-i-*^*^* t-^ 

10 IU ^fE-fb-a-^ ^r^feo 
1 H-NMR(CD 3 0D) 

5 1. 79 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 64-3. 68 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 61 (s, 2H) 6. 65 (d, J=7. 3Hz, 1H) 7. 37 (d, J=7. 3Hz, 1H) 7. 57 (t, J=8. 0Hz, 
2H) 7.69 (t, J=8.0Hz, 1H) 8.10 (d, J=8.0Hz, 2H) 
15 MS Ve (ESI) 392. 34(MH t -CF 3 C00H) 

g^fc#[34 2. 2- [3- -4-***- 2- 

- i — -3. T4. 5-cl fcf U 5 ->f/l^ 

4 - [i- (2-^^V) - 7 7-i^tKo-lH — 

20 5/ [4, s-d] t? y ^v- 2 -^vv] tr-^^^-i-*^*^* 

/Vcn;*7VKk5«J;tf2 U ?-,w«^;/= h y /V^V^^JS^iJ 2 5 8 b fcffi 
^-NMR^DsOD) 

5 1. 78 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 64-3. 67 (m, 4H) 5. 14 (q, J=2. 3Hz, 
25 2H) 5. 47 (s, 2H) 6. 67 (d, J=7. 0Hz, 1H) 7. 20 (dd, J=7. 2, 1. 0Hz, 1H) 7. 46 (td, 
J=7.2,1.0Hz, 1H) 7.50 (d, J=7. 0Hz, 1H) 7.60 (td, J=7. 2, 1. 0Hz, 1H) 7.80 (dd, 
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J=7. 2, 1. 0Hz, 1H) 

MS a/e (ESI) 387.34(Mir-CF3C00H) 

^3 4 3. 3- -4-^y ~2- (^7^-1- 

-Y/V)-4. 5-^K^^'/[4. 5-cl t°y ^ 

4 _ [1 - (2-^=/V-) -5-V7;-4-t KD^f^-lH-^ 

5 9 6 g ©x ^ / 5 0 m 1 i« t«ftT = !? A 5 O 1 0ml & 

1 6 ^^MT*a#Ufc 0 ^fif^4 0 0 m 1 M^L, Tkl 0 Om 1 T? 

3iHit^>f^ h y vj*<D$mu?mmi o om 1 Tii^^um^^*^^-? 

15 g^n^/V-^^;/ (4:1) mMftm£yMmk&V0 3. 221g&#fc 0 
^-NlUKCDCls) 

5 1. 49 (s, 9H) 1. 84 (t, J=2. 4Hz, 3H) 3. 17-3. 21 (m, 4H) 3. 54-3. 60 (m, 4H) 
3. 62 (t, J=5. 8Hz, 1H) 4. 68 (d, J=5. 8Hz, 2H) 5. 05 (q, J=2. 4Hz, 2H) 7. 35 (br. s, 
1H) 8.46 (br.s, 1H) 

20 b) 4— [4- ( t -^;^7x^;^7=;^^ ^ -1- (2- 
•7«^^v) - 5 ;w<*& 4 lH->f$ 2 — ^ 

4- [l— (2-^^-^v-) - 4 - 1 Kp f ;v- 5 - f t*;w^>f ;v 

-ih — rs^s/— /v-2 — r/H tr^^^-i-*^^ t-^/v^ 

25 ^f/W3. 2 2 1 g ©N, N-i?^ f ;W*M7 5 K 2 5 m 1 5 

7V0. 6 6 8 g t -^/V^ o O ^7x=;W7 ^ 2 . 7 0g?:te, 1 
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6 ^MiM#Ufc. Wm^* 3 0 0mim mWm** lOOmlt 

siitflst h V V&<Dmaykm&i oomi ^Mfc^^BWt*r#* ; >'VJ*'e 

wrn^f-^-^^ (2 : 3) m\&&m x *> mmfc&vo*. 357 g&#fco 

5 ^-NMRCCDCls) 

5 1.05 (s, 9H) 1.49- (s, 9H) 1.84 (t, J=2. 4Hz, 3H) 3.06-3.11 (m, 4H) 
3.53-3.57 (m, 4H) 4.74 (s, 2H) 5.19 (q, J=2. 4Hz, 2H) 7.31 (br. d, J=4. 1Hz, 
1H) 7.37 (t, J=7.2Hz, 4H) 7.44 (d, J=7. 2Hz, 2H) 7.63 (d, J=7.2Hz, 4H) 9.28 
(br.d, J=4. 1Hz, 1H) 

10 c ) 4- T4- (t-^^7j=^9^t»^f ^ -1- (2 — 

4- [4- (t-^/V^^^^/Vv-^^/V^^^^^) "I" (2-^ 
- 5 -f t*/W^;V- 1 H-^f 5 2 -'f /W) t^7^^- 

15 t -^^W^TVW. 351g©^DO^^yi00ml 

1 5^FW^#bfeo OOml £r#U;ix ^^Jl&M^K^ h y ?A 

flEfttoM&ttl OOml fc4ttflsT^*=!>A<Ml*J(fflll OOml -CJCHfcfti*- L«fc 
*t ^VS'A l^JE«8S Lfco ^IE^^ 4 . 4 3 9 g «r#fc 0 

20 1 IHMR(CDC1,) 

S 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (br. s, 3H) 2.36 (br. s, 3H) 3.11-3.15 (m, 
4H) 3. 54-3. 58 (m, 4H) 4. 63 (br. s, 2H) 4. 66 (br. s, 2H) 7. 37 (t, J=7. 2Hz, 4H) 
7.44 (d, J=7.2Hz, 2H) 7.63 (d, J=7. 2Hz, 4H) 

d j 4 - [i - (2 -^^--/v) -4-b Ka^f;v-5-^f W7 
25 z=Jk*2kM=/k= 1 H-W $ W—A'- 2 ->f g ^S?^- 1 
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4- [4- ( t - ^f^i?7x=:;v^?=;V't^v^ f ;v) -l- (2-^^- 
- JV ) - 5 - ^ f;v^;V7 t ~;v%jvm~ 5 hMVV- 1H — ( 5 ^J—jv- 2 - . 
^f/v) t^yi^- 1 t -^^/Vo^TVVS. 05gOfh7t 

yu7=7l/l 0Oml»5Ntt3 0ml 2 2^M"ea^bfe 0 

5 ^Sr^JE^U^iSSr^ na^^yiOOml le:$§fi?U t -zf 

<f-J\>2. 0 5 g m 5N7K^^hy !?AW*yffi'fct*>, 2#$mt 

19 ^IS-fb^ 2 . 2 4 g £r#fc 0 
10 m-NMRCCDCls) 

8 1.49 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.47 (s, 3H) 3.21-3.25 (m, 4H) 3.27 
(t, J=5.6Hz, 1H) 3.56-3.60 (m, 4H) 4.81 (q, J=2. 4Hz, 2H) 4.89 (d, J=5. 6Hz, 
2H) 

15 ;V^=.JV- 1 H T $ 2 -^VH fcT^S?^- 1 -iJJ^^m t - 

4 _ [i - (2-^^V) -4-t Ko^f;v-5-^f;^77- 
t jv&mMM l l 5 g irlH^lc^Sb^ #lB<ft?a*$>£#fco 

20 'H-NMRCCDClj) 

6 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.58 (s, 3H) 3.22-3.26 (m, 4H) 
3.56-3.60 (m, 4H) 4.80 (q, J=2. 4Hz, 2H) 9.88 (s, 1H) 

f ) 2 - (4-t -y h^^M=;V^7v?y- 1 — < ft* -3- (2- 
-7^-,V) -4-^-^V-3- 4-i?bKP>f?^ T4. 5- ct \+Vi?>- 
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ni*7vK). 17 4 g0^oo^?^2ml»l,8-i?7f^P[5. 
4 o] -y-^^-fe^O. 0 7 9 g*5J:t?4- [1- (2-^=/V) -4 
-^n/V^/V- 5 - ^ T sA'jd^s^- 1H — f 5 yV—JV— 2 — >f 

*W7A^pv h^y^-fclTi^U mk^*-^*^ O : 2) 

^HJ5>Pi £ «? ^IB'fb^ 0 . 1 4 7 g &#fco 

l H-NMR(CDCl 3 ) 

8 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.41 (m, 4H) 3:59-3.64 (m, 4H) 
10 3.83 (s, 3H) 5.04 (q, J=2. 3Hz, 2H) 5.46 (s. 2H) 7. 33-7. 38 (m, 3H) 7.41 (s, 
1H) 7.45-7.48 (m, 2H) 

e) 4 _ r3 - -4-^y-6-H)^ h ^v^^>V-4 t 

R-^KP-3H-^$^/ C4, 5-cl fc'^i^ 

15 ti©W^ ^^;^2mlHthy!)A0. 0 2 3 gl:lqis 7K»© 
3&£:W:bofcfe2- (4- t-7h*f*A<*-»\*'<?*S>'-l-' fVV) - 
3- -4-**y-3, 4-i?fc Kn-f [4, 5-c] 

t .y^ v _ 5> 5-^y^^f^ b-^^vv^^tvv 

o. 1 4 7 g ©^;-/v2m immzMtto 1 6\%mMm.-em.w^tc&, m 

20 txfMOmK mkTls*:~VJ»(D5%7kM&2 OmliSWlNMlm 

1 0 8 g <Sr#fc 0 
'H-NMR^Cls) 

25 8 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.20 (s, 9H) 3.37-3.41 (m, 4H) 

3.59-3.64 (m, 4H) 5.07 (q, J=2. 3Hz, 2H) 6.82 (s, 1H) 8.60 (br. s, 1H) 
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h) 3- ( 2 -y^-^^) - 4- t^y-2 - 

± ;V) - 4. KP^f^^y [4, 5 - c ] tr y 3? ^ - 6 - * 

4- [3- -4-^^-6- hi) ^ h^^f-^^ 4, 5 

5 ->?tKP-3H-^^/ [4, 5-c] try ^V-2-> (VV] 

i t -y^wMTvv&SlJ&fll 3 3 8 i i raits^sugfa-fl^ 

'H-NMRCCDgOD) 

8 1.81 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.64-3.67 (m, 4H) 3.95 (s, 3H) 
10 5.17 (q, J=2.3Hz, 2H) 7.35 (s, 1H) 
MS Ve (ESI) 330. 16 (Mtf-CFgCOOH) 

mmM3 4 4. 3- -5-^f;W4-t^y- 2- (fcf^ 

-4, [4. 5-c] fcfy^-6- 

15 4- [3- (2-^=/W) -4-t*y-6-MJ^ 5 
-5?tKP-3H-/f5^/ [4, 5-c] try^^-2-^/W] M^fJZs- 
1 -#/Vst?^ t — I^Vl^^TVVO . 0 3 0 g ON, N-^f;V*/VA7 
U^mlMW^yy^O. 0 2 4 g*3it/3 Wf/VO. 0 2 7ml 
&*B;L, 5 0 <CT? 4 8 Ufc„ mm^* 2 m 1 *5 X U*tR 2 m 1 *M 

20 *I«:»K^Hmn?afflU ;&$SJg <Sr£-*>^ -^Ufc 0 ^©Ofcol: 
IiliMiU»^^/'^0. 5ml»Ull$ig5NlilO. lm 

= b y>v-immm (o. 1% y ^/v^g^-g-w) *r«vvfc 0 ) ktcwku 

«flafls-&4fe 0 . O 0 7 g £#fc e 
25 'H-NMRCCDsOD) 

5 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 3. 74 (s, 3H) 
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3.94 (s, 3H) 5.17 (q, J=2. 4Hz, 2H) 7.25 (s, 1H) 
MS m/e (ESI) 344. 30 (Mtf-CFjCOOH) 

^1ife^l3 4 5. 3- -5-pt^V- 4-^y-2- 
?*?^-l-s(A>) -4. 5-^bKP-f$^ U. S-cl fc o y ^-6- 
5 # yj7$ K K'J7^tP ffMftjfe 

l&ffitil 3 4 4 -C-^bfca 9 ^>^rm« Us a^Sr 2 8 %T . 

>-^=ttK i m i t?*o.j®u 4 s wc*n*at«E tfe„ ^-St^jem u 

Sk&mMMl 1 5 i ^ilMU *IBfl5«a4&0. O l 0 g&^fco 
MS (ESI) 329.32(MH + -CF 3 C00H) 

10 WI3 4 6. 3- j2=y±~M -4- ^y-5- (2-^y~2- 

7 a ^Hf;V) -2- (lf^7^^-l-^^) -4, 5-i?tKP>f$^ 

T4. 5-cl tf y s?^— e-jft/utf^Mft _2Lf2k^*g2k hJLZ>k±Hl^ 

4- [3- (2-y^/^) -4— **y-6— hy * Y^y^f-JV-A, 5 
15 -i;tKP-3H-^$^/ [4, 5-c] \?})Vy-2-' f/V] t°-<7^^- 

3 4 4i:»feIU iEM»„ 
MS Ve (ESI) 448. 31 (Mr-CF 3 C00H) 

gglfeflll 3 4 7 . 3- (2-^^V) -5- (2-»7;^A/) -4-*- 
20 »y-2- -4. 5-^bKP^^ > / r4. 5-c] 

4 - [3- (2-y^--/V) -4->=^y-6- h y ^ 5 

-^tKo-3H-^^j/ [4, 5-c] eys^-2— <vi/| tr^s^- 

25 ^JS^J3 4 4 fcliil'MU flRIB^fc-g-WSr^fco 
MS m/e (ESI) 445. 32 (MfT-CFsCOOH) 
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SMI3 4 8- 3- -5 - (2-^7^^) -4-*- 

^7j^= 1 =^£2k) ~ 4 » 5-i?bKP^S^/r 4. 5~c] 

4 _ [ 3 _ (2-^-/V) -4-^y-6-hy^h^f^f^-4, 5 

5 -i?tKo-3H-^f>;^/ [4, 5-c] f^] tv*??^- 

«^J3 4 5 fcra«ij:«Hau ^iBte-a-^&^fco 



MS Ve (ESI) 430.34 0Qf-CF 3 C00H) 



mmm 349. 


1- (2-^^/V) 


-5-^^v-2- (^5i?y-i- 


10 -1, 5 


Kn^f**V [4 


. 5-d] try^5?^-4-*v by 








a) -1 3- 


(2-^-/V) -2- 


^na-5-?«^V-3. 5-J?tKo 


w [4, 


5-dl tfU^V-4 










1R a) -2 1 — 


(2-7'5 : -=/V) -2- 




J%?*S C4, 


5-d] bry 





2 _^ PCI -5-^^-l, 5-i?tKn^5^ U, 5-d]fc°y^ 
y-4-tyO. 184g©N, N-^f^AT? K 1 Om UtRfcfti 

^yt^^o. i66gj3±tl t 2-^f=;v^pWK0. l o 6 v. l Srinxu M 



20 S"C18 l#Mi*# Ufcc mk^f-fr 5 0ml SrJH*.* *20ml T?HHk Mtef- 
Y y »>A(7>^fP7K^2 Om 1 T*||ffifciSfc#U «ln»^^V^A-Ctt«Ufc. 

V-f^^/V (4:1) #W#1IU:»K 3- (2-^-AO -2-^cn- 
5 _^, v _ 3 , 5-^KP-f^'/[4, 5-d] tfy ^V-4-^0. 
25 1 7 5 g&#, ^*fV-i»x^V (2 : 3) * 0 . 1~ (2-^ 

ta-5-^^V-l, 5-^tKP^5^/ C4, 5-d] If 
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V 4—^-^0. 0 3 3 gSr#fc o 

3 _ {2-Zf = f-=-M -2-^0-5-^^-3, 5-^tKo^5^ 

[4, 5-d] t°y 

'H-NMRCCDClg) 

5 5 1. 82 (t, J= 2, 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 
!_ (2-y^~M -2-^on-5-^f^-l, 6-i?t Kb^5^/ 
[4, 5-d] tfy^S?V-4-*>' 
^-NlflKCDCla) 

fi 1.87 (t, J=2.3Hz, 3H) 3.91 (s, 3H) 4.90 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
10 b ) 4- [1- -5-^^/V-4- ^y-4, 5-i?KK 

p _1 H _^ $ ^y T4. 5-d] bTUy^-2- >f7Vl fcV^v^- l-# 

[4, 5-d] ^y^i?^-4-*^*5J;^tr^95?^-i-*^#^Bfc t- 
15 y^/v^^-^/Wtr^Jfe^Jl 19c fclWlnteJllU «iB<fb-a^£#fc 0 
^-NMRCCDClj) 

8 1.50 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.30-3.34 (m, 4H) 3.59-3.63 (m, 4H) 
3.90 (s, 3H) 4.70 (q, J=2. 3Hz, 2H) 8.11 (s, 1H) 

c ) x - ( 2 -rf^—ftA -5-^^/V-2- (tf^7^^-l -1. 
20 5-i?tKP^S^/[4. 5-dl try^V- 4-^-V ^7;^^ 

4- [5-^^/V-l- (2-Zff~M -4-**y-4, 
iH-^^^ [ 4f 5-d] tfy ^^-2 — f/V] 

^ t -^^v^^^v-st^Jfi^J ii5i iffg#KiMSU^f3te^£#fco 

25 ^-NMRCCD^D) 

8 1.84 (t, J=2.4Hz, 3H) 3.44-3.48 (m, 4H) 3.58-3.62 (m, 4H) 3.86 (s, 3H) 
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4.96 (q, J=2.4Hz, 2H) 8.39 (s, 1H) 
MS V<? (ESI) 287. mMlT-CFsCOOH) 

mmm3 5 0. 2-[(lR*. 2R*) 2-7^^ p^^tu]-3 
- - 5 - ^ fvV- 3 • T4, 5-d] t° 

5 u 4 -a-v h v yj^nmwtm. 

[4, 5-d] try ^^^-4-^-V*5J:tJ ? b7^^- 1, 2-^^n^-^v 
i>T ^ ^^HJS^J H9ci RfcKiKJS 2£*I3RfiK£*efle* n ^ b ^9 7 -f - 

10 'H-NMRCCDsOD) 

5 1.39-1.49 (m, 2H) 1.50-1.61 (m, 2H) 1. 80 (t, J=2. 3Hz, 3H) 1.85-1.92 (m, 

2H) 2. 11-2. 18 (m, 2H) 3. 19 (td, J=ll. 0, 4. 1Hz, 1H) 3. 80 (s, 3H) 3. 93 (td, 

J=11.0, 4.2Hz, 1H) 4.91 (dq, J=18. 0, 2. 3Hz, 1H) 5.44 (dq, J=18. 0, 2. 3Hz, 1H) 
8.07 (s, 1H) 
15 MS Ve (ESI) 315. 19 (MH*-CF,C00H) 

$WJ3 5 1. 2-f(lR*. 2S*) ^ P^^T^y] -3 

- (2-^=/V) '-5-^^-3. T4. 5-d] If 

20 [4, 5-d] y yi?^-4-^-v*3J;t^v^-i, 2— s^n^arfrvs^r 

^ i/&mmm 1 1 9 c tiRi^^u i»«3Riis»*f£*»^h^?^— 

1 H-NMR(CD 3 0D) 

5 1.54-1.68 (m, 3H) 1.71-1.81 (m, 2H) 1.83 (t, J=2. 4Hz, 3H) 1.85-1.91 (m, 
25 2H) 1.91-2.01 (m, 1H) 3.69 On, 1H) 3.80 (s, 3H) 4.37 (m, 1H) 5.04 (dq, 
J=18. 3, 2. 4Hz, 1H) 5.55 (dq, J=18. 3, 2. 4Hz, 1H) 8.09 (s, 1H) 
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MS m/e (ESI) 315. 27 (Mir-CF 3 C00H) 

3tifefl«3 5 2. 3- -5-^^ V-2- (1. 2, 3, 6- 

^K91:KPtf!)^-4->f/U) -3. T4. 5-d] 

5 a ) 5 -^^-2-(tfUi^V-4 — r/V)-l, 5-3?fc Kt3^ ^V[4, 

5-di 

4> 5 _ i ; 7 ^;_2-^f/V-2H-lfy^y-3-tyO. 5 6 0 g£ 

5 3 5 g£= bn^/fyi Om ncjp^. % ^ 
*<oOT*T"T?3i^Mi 9 0S«tfc o £0£3&£r}ft*PU ifcjK4&«riS&U 
10 «9Bft:-a*0. 38 1gSr#f:io 
1 H-NMR (d 6 DMS0) 

6 3. 78 (s, 3H) 8. 14 (d, J=6. OHz, 2H) 8. 48 (s, 1H) 8. 76 (d, J=6. OHz, 2H) 
MS (ESI) 228. 1 (MHO 

h) 3 _ -5-^^/V-2- (f'Jv^-4-^) -3, 

15 5-^bKp^$^/[4, 5-d] try<y^-4-^ 

5 _^^. /V _2- (try v?v-4-^/v) - 1, Ko-^f^yy [4, 

5-d] try y*?>—4-*-y3d£Tfi2-zr<?~/i'ZfK'<?'{ Ktr^dfeMi 1 9 d 

1 H-NMR(CDC1 3 ) 

20 6 1. 84 (t, J=2. 3Hz, 3H) 3. 91 (s, 3H) 5. 37 (q, J=2. 3Hz, 2H) 7. 89 (d, J=6. 1Hz, 
2H) 8. 32 (s, 1H) 8. 85 (d , J=2. 3Hz, 2H) 

c ) 4 - fl- {2=7£~Ad. -6-*?'A'-7-±*y-6. 

p _ 1H _^ ■? P4. 5-d] bfy^v^-2 — f/Ul -1- h*r 

25 3- (2-^^/V) -5-^^-2- (try i^-4 — f A*) -3, 5- 
i?tKa>f5^/ [4, 5-d] fcTy^V- 4-^*^0. 045gtp-^K 
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^^y^P7^ KO. . 0 6 0 m 1 5rN, N-^fW^75 KO. 1 

oomi vzna** mm<o^mn.T, 6 5m-v4mmmw\^tc 0 Rj&m&imX's 

Tir h > 1 m 1 t S^^vW*— 7VV 1 m 1 <Sr2JP;U ifcJg!$>3r&&U ^IB-ffc^ 
0 . 0 6 0 g &#fco 
5 ^-NMRCCDaOD) 

5 1. 75 (t, J=2. 3Hz, 3H) 3. 74 (s, 3H) 3. 77 (s, 3H) 5. 64 (q, J=2. 3Hz, 2H) 5. 86 
(s, 2H) 7.05 (d, J=8.3Hz, 2H) 7.54 (d, J=8. 3Hz, 2H) 8.43 (s, 1H) 8.70 (d, 
J=6.3Hz, 2H) 9.24 (d, J=6. 3Hz, 2H) 

<n 3- -2- ri- (4-n ^/-» -i. 2, 

4 _ [i- -6 -^^^-7-^-^y- 6, 

1H — r$y^ [4, 5-d] fy 2— fA'] -1- (4 -J* h*r^ 

i^aO t? y i^a^p^'I' ko. o 6 o g © ^ ? ; 5 m 1 

15 #*3tf?-hy *A0. 0 2 0 gSriPX.. llSM^Ufc. *1 5ml*5J:t*5N 
HO. lmltti, »J^^^bfct> 5N*SMb^hy ^Iml 

t?T^ yttlcU. ^xf^3 0ml t?ttmbfco ^ttUiSrStfift^^^^^ 

u * * J —A,-Wme**f'*' (1 : 19) «IBflS#«fO. 0 3 3 

20 g 3r#fco 

m-NMRCCDCla) 

6 1. 80 (t, J=2. 4Hz, 3H) 2. 71-2. 78 (m, 4H) 3. 25-3. 28 (m, 2H) 3. 62 (s, 2H) 
3. 82 (s, 3H) 3. 87 (s, 3H) 5. 30 (q, J=2. 4Hz, 2H) 6. 61 (m, 1H) 6. 89 (d, J=9. 1Hz, 
2H) 7.30 (d, J=9. 1Hz, 2H) 8.22 (s, 1H) 
25 e ) 3- {2=7±~M -5-p<^/V-2- (1. 2, 3, 6-rh7tK 
uVyjtis- 4-^) -3, 5-^bKP>f-;^/ [4. 5-dl gy_£j^ 
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3- (2-y^=/V) -2- [1- {A-*Y*l"*>>*SM -1. 2, 3, 
Kntry 5?^-4 — f/V] -5-**-A'-3 > 5-^fcKo^5y 
>/ [4, 5-d] tf5^y-4-*y0. 0 33 g©l, 
2mlW^PP^ (i-^onif;v) 0. ' 1 Om 1 3rftl;£>, 9 0^1 
Stt bfc 0 7< * / ^ 5 m 1 Srfln XL. £ 4 &IKIAl£tSttE UfcfL ftBKSr^ff 

0 1 0 g &#fc 0 
^-NMRCCDsOD) 

5 1.81 (t, J=2.4Hz, 3H) 2.89-2.94 On, 2H) 3.52 (t, J=6. 2Hz, 2H) 3.84 (s, 
3H) 4.01 (q, J=2.8Hz, 2H) 5.27 (q, J=2. 4Hz, 2H) 6.67 (m, 1H) 8.30 (s, 1H) 
MS afe (ESI) 284. 22 (MlT-CFsCOOH) 
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ppp I vBW£Ja<PiMfe 

ZLfommffiWi. (50mM Tris-HCl P H7. 4, 0. 1% BSA) WHI&i «5 #£>*WtD P 

P-IV^lOmju/mLl'^Si^^U -*u£ 1 1 0 » 1 minUfc 0 & k 
fcJS* «r 15»imto M"C 2 O ^W.-f ^^^^-^ a % ^ U 2 mMC 

$$?Lfc Gly-Pro-p-nitroanilide & 2 5 /x 1 (ftl^ft 0.33 mM) AP^T, 

ftic, 0 *JltHtfc. 



mi 





I C 5 o ()iM) 


HJfeflli 


0.287 


Hi&#l4 


0. 2 11 




0.401 


•mm* 


0.141 


mum 1 2 


0.183 


2lJS#!l 1 3 


0.125 


1 6 


0. 2 7 2 


mmm 2 0 


0. 15 2 


mmm2 2 


0. 17 0 


2 9 


0. 3 10 


mmm 5 3 


0. 0 4 6 9 


6 4 


0. 12 6 


HJfefll 7 3 


0. 0 3 3 4 


Hl£0tJ 7 6 


0. 0 8 6 5 
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MMM 7 9 


0 . 0 o b ( 


MMM 8 2 


0,161 


^MM 8 3 ! 


0 . 0 2 7 4 


^MM 8 6 


0 . 0 0 4 0 8 


gMm 8 8 


0 . 0 0 2 8 9 


m$§M 9 8 


Q . 0 0 9 6 9 


mw\ 109 


1 . 4 8 


gM&l 119 


0 . 15 4 


Hlfefll 120 


0 . 116 


HJfe0»J 12 2 


0 . 0 15 3 


$mm 129 


0. 115 


^» 14 2 


0 ♦ 0 6 8 5 


mMM 14 6 


0 . 0 8 17 


Uttiftl 15 9 


0 . 0 3 7 7 


2 2 9 


0 . 0 0 8 9 7 


MMM 2 3 0 


0 . 0 0 0 8 9 0 


Utttttt 2 3 4 


0 . 0 0 17 4 


mMM 2 3 5 


0 . 0 0 14 4 


^Jfe^J 2 3 8 


0.00119 ! 


HJ£#I 2 4 3 


0 . 0 0 2 15 


^ISv!l 2 4 8 


u . u u O ft w 


0gffi$| 2 6 6 


0. 0 0 15 5 


2 6 7 


0. 0 0 7 2 2 


^IS^J 2 9 7 


0. 0 0 6 2 2 


1 1 


0. 0 7 7 5 
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0 . 0 0 7 3 2 



: m&C 57BL/6N-?>?^ (B*^^-/V^ • V^—^^MTO 

®.mt&m*. T*^Ufcffi*-C. 0. S%*^;vmvu-* (MC) 
\mm\,tc.o r©»MtNVP DP P 7 2 8 (*I«tt6 0 1115 5 
H§0 ©i«^L<il Wii^SO. 5%M«SrlOmL/kg© 
Wt^nS^U, ^©3 0»s ^Va^»10mL/kgO§it? 
10 gRjS^U. ^a^tt, 2g/kg©fflttgPS#U. 

t^Witi'NVP DPP 7 2 8^#iiLWi^v=i-^^^S#ii:ttr 
*5£t*%-m3 0 x 6 0, i2 0Mi^ &j#B£T^**<&Ji#M*&l2J"C^ 

15 0 m LiCjil^i-So ^^81 (1 5 0 0 g> 10^ 4<C, »WGS-6 



0. 5 % MCm NVP DPP 7 2 8Jl«M©^4il^ 

20 v>-c, ^a-^a4iia>b 1 2 od**wAi-wiii*ITiii8l (auc,_ 

,,„.Area Under the Curve) ^Iffltfe, 0. 5°/oMCS 

1 2 0 ► 

^i£^«M>AUC 0 _ 120 5rl 0 0%, NVP DPP 7 2 8 (lOmg/kg) 
25 MffiM&W&(%) = (ttft^AUC 0 . 1?0 -NVP DPP7 2 8 (1 
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0mg/kg)»OAUC 0 . 120 )/(0. 5% MCM»AUC 
-NVP DPP7 2 8 (lOmg/kg) ^©AUC 0 . 120 ) XI 

0—120 

0 0 

voS^iot, »P«#fcJ:0x 0. 1~10 (mg/kg) ©^*T% 
10 in vivo 

15 ^fe : . 

W»-W2T»*UfeiiivivoW« (0. 5 I^raiitje:^) kfofr&X, 

1 jf^^^^2g^g)tmmmm^m^^ (**Mb***ro. 5% 

Oml/kg©ffli-egPS^) 

&p&-5-<z>ii#WttK:, o. 5 %^^-/v±^u—^7^^mKMM LfctfEtfe-ffrg^ 
«rSPS#-r5o Wfttfc 1 0ml /k g 0>JB*-CftnS!#) 

#3&Ktea»a»att*Wfc-ffc-&*> (#K^J6#I8 2, 119, 120, 122, 2 
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(in v i v of£ifc) 
mm : SS'1*W i b t a r 9 y h (0 * 5 * 9 B£A) 

10 *HJM&fr**0. (MC) U BxnL/kg 

©ffegPS^Lfc, lM»ft 0. 5%M«i:U 5mL/kg® 

o /t l &«jfa.u o . 6M mmmmmm ho^l tssve-i-s. aifcaw ( 3 0 

119 % 120, 122, 2 2 9*5AtJ«2 6 7'*»b*»»^e>S^a^*fr*^ 
*5WCk _h|B©i n vivo»J;ot, 10-30 (m 

g/k g) v^Jx©^*^vb^*v^t>*tK(WflWi:«>nD^ 

25 nwftgysi 

pz^wM^yh (jnaW2at»g^^ihtt) ^iliEi^ sw 
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mm : J£1& Zucker fa/fa =7 v V (0 -V —A'* • !> 9 

5 tHfcfb&fctt* 0- 5%^f/Hr/uo-^ (MC) «SRtJ:»»bfc. £<P&tfe 
#*"CliPUl!#U ^©0. 5BMMH!:, ^3-^»«^5inL/kgO*I 

-e^piS-^bfco 2 g /k g©ffift-c^PS#ufco 

fc-ciWLU a^a-^»-t- D a^#$t a o o o o g , 2*k 4<o it 
#btv^_h^ [ p©-f ^;&.u*glp- 1 sr^frb^ax. <ixs*y^wfc*v v 

15 Active GLP-1 ELISA^KLin 

co) Sr^-CiMLfCo «10mL2t»U 0. 6Mi&*^tI&*$ 

«140,iLi:IIW, 3t^«(3O0Og, 10^ 4<C) bT#*>Jxfc 
W^CI If^M7n- (3ftl3te«aiXm) SrJS^TSIfcUfc. 

20 : 

3^M«*T?©Jk»-l*IIBftlilT®tt (AUC olu(0 -8b) Area Unde 
r the Curve), >fy^!)y-ilWiTffii (AUC 1oi( o. 21i )) S 
U!GLP-l-^«T®a (AUC GLP _ l( o- 2h )) Sr*WUfc. 0. 5%M 
25 C«4»©AU C & 1 0 0 % k Ufc t <D,#tJM&&fcfc: £ &W*m<0&fc> 
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'wmmvmtm (%) =*ftft^wai4#oAuc 0 ., l / (o. 5% mcm 

»P©AUC 0 _ 31l ) X10 0 

• 4 >x y yst^G l p - 1 vonBaMbJ* (%) =^^k;-a-^lS#^^>Auc 

0 _ 2h / (0. 5% M«4S©AUC 0 . sh ) XlOO 

1 1 9, 1 2 0, 1 2 2, 2 2 9*3«fctf2 6 7 $*t>i£&&t(*h&t£frZ>{k&bK' 
*3VvCK -htaro i n v i v o^Ciot, SPS4l'«t *9 , 0. 1 ~1 0 (m 

gAg) w^4-ft-e, -r V ^<r>Wk (%) iGLP-i u^/wmt (%) 
#ioo£*)if5<s ift£tB<0&fb* (%) & i o o £ V) fctevMb-^&jLHi bfc Q 

10 

P 4 5 0HftM^it2, 3|B«©tt^® (GENTEST 1±)£:fflV\ 
GENTEST*b& s ffr&bfc Assay Procedure (WWW.gentest.com) fc^^T, Pi. 
15 C B0 iHfmL.fc o fIMffiUfcP4 5 0^=F»tt?5c© 5 fr^U (CYP1A2, 

CYP2C9, CYP2C19, CYP2D6,CYP3A4) -?fc5 0 £*Tfci5M% 3£3fc 

BUfcOWJfefcltt^l'— b y — (PerSeptive Biosystems |fctf> CYTO FLUOR 
Multi-Well Plate Reader Series 4000) SrJBV'fc. PB.W3&Sf*> .Myt&K<Of$m 

20 fc 0 

m2 



p450 frf- 

m 








(nm) 


(nm) | 


CYP1A2 


CEC 


CHC 


a-Naphthoflavone 


409 


460 



WO 03/104229 



PCT/JP03/07010 



317 



CYP2C9 


MFC 


HFC 


Sulfaphenazole 


409 


530 


CYP2C19 


CEC 


CHC 


Tranylcypromine 


409 


460 


CYP2D6 


AMMC 


AHMC 


Quinidine 


390 


460 


CYP3A4 


BFC 


HFC 


Ketoconazole 


409 


530 



m3 



' FCEC 



1! ;CHC>; 



3^vaho-7-ethoxvcournarln 



;MFGj. 



HFC- 



CEC; 



AMMO 



AHMC/ 



BFC, 



.''SHFCf" 



3-C^o-7-hN^r6xvcoijiniarln>v j 



7>Meth6xv?44nfluor6mMhytcbu ^ Or ^ ^ }^ =y j^:^ 



7*Hvdrox>M4rffiuo"^ y 5 1 ^ 



7-Eth6xvr3~wanoc6umarln 



7-Hvdroxvr3-CY^ 



' ''4V* -.:.»...r...v.*— - 



3.f2-(N.N-ateth\rt-temethvte^^ 

3-b-W,Nrdfeth^amino)ethvn^ -" 



7-Benz^6xv^WfluordmethVn-"coumai1n- 



T^i^toxv^ftrtfluoromethvft-coumaHn 



fsWll6 tc*5V>T^:5IW^^^S^^©P 4 5 0 izi^hT S ^SWia^te SrfHilfi 
UfcJK** 3W»WK*^«n««|3itflS#« (4$fc«0!l8 2, 1 1 9, 1 2 0, 
122, 2 2 933^2 6 7^fcJte5**>fe31W»t*^#*JJ:33V^ J *SP4 5 
0;5> ^= Bo 5t J ^(7)5^^a ( CYP1A2, CYP2C9, CYP2C19, 
10 CYP2D6.CYP3A4) \Z%rtZ> I C 50 & 1 0 M MK±t*>5ifcMSilfc. 



<hERG ^-Y^/V^;JfS©WJ> 

( 1 ) hERG <r j T*'l>'%MfcSfrtZ>&Mfe]ft [Zhou, Z et al, Biophysical 
15 Journal, 74, 230-241 (1998)]tr##lCfNffi Ufc„ 

(2) *3l&f*> hERG^* (subtype 1) S:»*a^« HEK-293 
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hji^»^#> safes B*T?is*b;fc. mmMi&fti^ mm&n^fcx?* 
^is—h&nmmMRi^xfc&Wi^fro hERG ^^mss?*, 

fe^^m-fiS^^Tm^bfeo Axon Instruments ©m$5fBif*!^* 

5 SrfflV\ mM<D&& £XfM$fi~ & Axon Instruments O p CLAMP y7h!?x 

(4) hERG^-Y^/V®£fDt3\ <£}$®|S:-80mV /&>£>+20mV ^ 5 -tUT 
-50mV^4#ra©fltt^^^/i'^^20S>^Pi-e*fflJ3a^x:fl5IUfc o jE^^^ 

10 (5) hERG SKltt, -50mV fc«(fc&MLfcKK:fc**$*i. 

100% £ u ^mm<omkmM^M^tt.m<D^mm(D\f--^m^ih^ 9 > wl 
femn<o hERG ^^^^m^f-^-rs^$ij^ ( i c 5 0 > ufc. 

15 ^WJ7{^:*3V^•r^0^^<l^6^^^'fli^ (m^MMS 2, 119, 

i2o, 122, 2 2 6 7frbt£%mfat>mt£nz>4k&m\~m^x,) 

^OV>ThERG^^^m^^-t-5»J^^Mbfe^, 3 O^Mto 
I C B oflSSr^ Ufn 0 



20 £TFfc, MIBSS^J*5it^llJS^J4 , ^'fb'a-^^#5g^:^^-ro 
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SMI. a) 543t«i)2. a) 
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m&Mi. a) 


SSlfiffiU. f) 


. rO 


H 


mmmi. b) 

o 

TX H > 


JlJfeWl. g) -l 

• p. 

SSftWl. g) -2 

1 p. 






1 H 




3**09 1. d) 
o V"ci 


o Q »V r 

11 

0 


Si 


0 






0 


Xttfll 3 . a ) 

o o 

°<y 
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mmm a . b ) mmm 4 . a ) 

9 9 h 



HISSES, c) 

0 Q 



3. e) 



9 V*Ssi 



^0 



H^0»J4. c) 

^JS^lS.d) 0 



0 

H 



H3fc0ij4. d) 



.Wo--** 



0063 



%tt«3. f ) 

0 



HO 
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: 0 



gus^a 9 . mMw 1 4 . 
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o 



HJfe09 2 1. 



mmm is. 2 5 • 



§gj£0j|2 6. 



k JL ^ 

cr ■ ■ 



Jtlkfl 2 7 . 



glfeW 2 2 . MM9i 2 8 . 



HjEs«»j2 3. mmm2 9 

N ™ I 
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mmm 3 0 . 



mmm 3 7 . 



"TO 



n«s«y 3 2 , 



0SJ£09 3 8 . 



^ife^J 3 3 . 



a. 



aVk>» ^« 



"C0 2 Me 



HOOC'^N'^N 



mmms 5 , 



^^C0 2 Me 



H0 2 C^N^N^N \— ' F 



o. 



Et0 2 C-^/\ 



011600 4 1 . 
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HJfe^J 4 2. MMW 4 8 . 
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mmms 4. 



mmme o. 



S^iSCSJ 5 5 . 



I 



mmm s e . 



O 



C0 2 Et 



mmme i 



COOH 



C0 2 Et 



Jj^ o 



njs^y 5 8 



§*Sifc0!l6 3. 



a 



'C0 2 H 



jtifcM 6 4 . 



Xttfll 5 9 . 
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%MM 6 5 . 



m&w 7 2 . 



mmm & e . 



mmm 7 3 . 



6 7 . 



O o 



^«S«6 8. 



2S»!0J7 4. 
O 



'TP 



XlxH> ^ 



3^00 7 5 . 



mifowe 9. 



O0gcK> fjr*" 



7 6 . 
O 



HIS 00 7 0 . 



XlkM 7 7. 
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nmms 1, 



XXK> pF r^ H 



8 3. a) 



328 

HffitBJ 7 8 . ^ISW 8 3. b ) 



7 9 . 2Ufe«!I 8 4 . 



O „ 0^9 



HO 



ftjfeff 8 6. a ) 
0 



8 2 . HJfe^J 8 6. b ) 



0^ 
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mmm 8 6. e ) 



Htt« 8 7 . 



H-CI 



Ue0 2 C 



8 9 . 



EtCfcC 



HN N N W 
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9 1 . 



H X ^M^N^"N w 

Et0 2 <T 



>-N KH 



9 3 . 



HeO N N 



>~N v NH 



H-CI 



I H-Cl 



s-0^m^ m ^ mh mmm 95. a) 

^ H-CI 0 _. = 



HN 

CI 



N [f Jk— ll MM 

0 1^ p 

c ,V; h ^»h r' 



HN N N ^ ^ 
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9 6. a ) %MW 10 0. a ) 

0 f = 



XJkfll i o o . b ) 

^Jfefl! 9 6 . b ) 0 



CN 



I H-CI 



cn q 



u y— ■— 



HM9 8. 
CN 0 r 

ewe 



NC N 
CI 



10 1 

Xttffil 9 6 . c ) 0 



/"" 



H-CI 



UeO N N 

H-CI 



Jfcjfctfj 10 3. a ) 
0 



Cl^N^N ^ 0-^ 



H-CI 

O 3. b) 

mmw9 9. a) o 



Jt|&0ii 9 9 . b ) 10 4. 
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nmm 105. 



smm 109. c ) 
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mmm 115. a ) 




mmm 115, b ) 
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mmmi is. h) 




mmmi 15.0 




N-H HO 



u 



mmm 1 1 e . a ) 

0 ^N— 



mmw lie. b ) 



suteem 16. c> 



Jfc*fc0iJ 116. d ) 



'mmmi ie. e) 
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mmw 117. mi&M 119. a > 
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mmm 122. 



H 2 N 




mmwi 2 8. 



mMm 123. 



^JE00 12 9. 



Hlffl 2 4. 



mmm 130. 



ho "JCjCz-O 4 " ^ H ^ X/^ p x 



j&tttii 125. 



#|j£0ij 12 6, 



Mftfll i3i 



O 



mmm 132. 



UliMi 2 7. 



o 

H0 2 C A -s"Sl > ^N ^ 



13 3. 
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m&m 13 4. 



mmm i 4 0 



mmm 135, 



Ulte^ 141. 



Xjk«gi 3 e. 



cu&3 



N NH f 



^iJfcfli 14 2 
O 

// 



"^S^N^N N — ' F 



H«S« 13 7. 



NH 2 



m-mrn 143. 



CT 8 



13 8. 



mmm 139. 



IfcJfetfl 14 4. 



^ii&fil 145. 



CP 
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mmm 152, 

H 2 N 



15 3. 



S»K« 14 7. 



nMeg 154. 



XJKM 14 8, 



Hffiffl 14 9. 



15 5. 



Hifcfll 15 0. 



^Ji^J 15 6. 



Y 



31%{* 15 1. 



sgffitSJ 15 7. 



H 
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mmmi 5 8. 



mmm 1 6 4 . 



O 



N-^N^N W F-7 



15 9. 



SMftffll 16 5. 



mv&m ieo. 



§HflS0!l 16 6. 



HlJfctfJ 16 1. 



Attfll 6 7. 



SKttM X 6 2 . 



Hft t»J 16 3. 



XffiffI 16 8. 



mmm 1 e 9 . 
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mmm 170. 



mmm ne, 



SMe 



§Hffi0O 17 1. 



Ifeifefll 17 2. 



17 3. 



17 4. 



17 6. 



OMe 



XttM 17 7. 



17 8. 



gift til 17 9. 



OMe 



18 0. 



HJfetiJl 8 1 
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m*m 18 2. **« isa. 




mmm i s s . 
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. mmm 19 3. 
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mmm 20 s. 
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2 18, 



mmm 213. 



HO 



NH 



U 

-V; 



n&m 214, 



mmmz 1 5. 



NC H 



$mm 216. 



mi&M 217. 



6 



Uttfl 2 19. 



xXxf<> f ^ 



2 2 0. 



1 0 



Xttfll 2 2 1. 



HJfetfiJ 2 2 2. 



-^m^N \ — * F 



NH 

A, 



H2N 



3life0!I 2 2 3. a ) 
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2 2 3. b) 



2 9. a) 



HJfi^SJ 2 2 4. 



ftttfll 2 2 5. 



ftttM 2 2 6. 
O 



ixK> ^ 



HN 

NC^N 



2 2 7. 



Ulifetfl 2 2 8 



12 2 9. b) 
CN 0 



H-CI 



2 3 0. 




F 1 



H 2 N 



ftttftl 2 3 1 



&ffif*2 3 2 . 



NC I I C 



2 3 3. 
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mmm 241, 



H-CI 



MMM 2 4 2. g ) 
CN 0 



H-CI KH 2 



mmm 242. a ) 



0 H 



mmm 243 




MeO N 



H~CI NH 2 



mmm 2 a 2. b) 
«CX n a 0 J< 



HN 



Xtttil 2 4 2. c ) 
CI 



Cl"Sl 



HN-i 



4 a) 



X 



2 4 4. b ) 



Q 

H-CI NH 2 



2MfcM2 4 2. d) 
0 



hmH n 



mmm 245. 



MeO 



N 



H-Cl NH 2 



12 4 2. e) 
CN 0 



HN ^ 



mmm 2 4 6. a ) 

hnH n 



2 4 2. f ) 



Xttfl 2 4 6. b ) 



H-CI NHj 



WO 03/104229 



PCT/JP03/07010 



346 



2 4 7. >Eft« 2 5 2. 




HJS032 4 9. ^JS0O2 5 4. b) 
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mmm zss. 



X H-CI HN- 



mmm zse. 



H-CI 



XlfcM 2 5 7. 



NH 2 



2 5 8. a ) 



HN 



mmm 2 5 s. b) 
p 



IKffiffl 2 5 9, 



HffltfO 2 6 0. 



HIM 2 6 1. 



nmm2 e 2, 



H10iJ 2 6 3. 



ggttM 2 6 4. 



Cr"n6:H> »V 



2 6 5. 



mmm 2 6 6. 



mmm 2 6 7. 



cn5£<> A? 
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mmm 2 6 9. 2 7 6. 



^)KS«!l 2 7 0. 2 7 7. 




^Jffi«S2 7 1 



9UK«fB 2 7 8. 




3£%ft! 2 7 2. 
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MMW 2 8 2. 2 9 0. 



£tt«|2 8 3, 



2 8 4. 



8 nJC n ^ n w NH2H0 ^f 



mmm 2 a 5 , 



3d&ey 288. 



8 k 



Uttfiff 2 9 1. 



0 H 

mmw2 9 2 



3£JS0iJ 2 9 3. 



lllKfll 2 8 7. 



»JkM 2 9 5. 



p xxq><> »V 



HlJfetfJ 2 8 9, 
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